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^-v: 11/ 



[it 1 3 ] 



O 




[0 0 6 9] 

[4b i 4 ] 

R 2 



[0 0 7 0] 

±15^: (h) £±ffi5£ (i) ^I^£^J&1-&£fcrt s -e#& 0 II:, ^ (h) Xt25£ ( 
i) (h) t&, (i) <o Mx-ff^mTfc^^. liitf'^A^ffl 

£«#c^&-TrTiB5£ (j) XJiTlfiS: (k) 
[0 0 7 1 ] 
[it 1 5 ] 



O 




[0 0 7 2 ] 
[it 1 6 ] 
HON 




[0 0 7 3 ] 

(5£<K X 1 , X 2 , R 1 &tfR 2 »±i|&iBfc|fJ|£!T?*<&o ) t^£ftMb-£%5gL< fi-L!B5£ 
(j) h±fB^; (k) <0»#W*«k HKTfB:& (e) 
R 4 -CHO (e) 

[0 0 7 4] 



tB|E# 2005-3018752 
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^-v: 12/ 



Ut 1 7 ] 



R 2 ^X* 



(f> 



[0 0 7 5 ] 

+ . X 1 , X 2 , R 1 , R 2 S.^R 4 t±HUfBtlWl*-e^^o ) -C$t2ft2>*§&Wfc&V0* 

[0 0 7 6 ] 

Tf£5£ ( l ) 
R 1 -CH 2 C0 2 H (l) 
(g£tK RMiHUlSt^^^ab^o ) tS$it^j^|i*iA7^ F^tfiLTN, 0- 

T < > tMz.l£ 1 3 - (3 f-;VT 5 y-fu tf;v) y^f? Kill 

:£^<&i«^*J^»«+i»*S«:fr£fcJ: iJTEsS: (m) 
[0 0 7 7] 

[<b i 8 ] 
o 



! 

Me 



[0 0 7 8 ] 

(5£fK R^immtmm-e&Zo ) "e^SftSflS^fc^ Tffi:£ (n) 
[0 0 7 9] 



(n) 




R 2 

[0 0 8 0] 

(35+, R 2 t±liuffit[i?fl*-e& 0. X' fi^n^H^XttW^^I-o ) 
& £ mm^P n - y <f-fr 'Jf ^ A ^coilft ttRlES 6 *Ufc 7 - * > £ ±IB3S: ( 

m) tElL-^^ Tf35£ (o) 
[ 0 0 8 1 ] 
[ft 2 0] 

O 




R 1 



(0) 



R 2 



[ 0 0 8 2 ] 

££o MfcS; (o) *ft#3(H)*t~ i «9^nr^-fki"*i £ ^TIBsS; (p 

) 

tBfE# 2005-3018752 
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: 13/ 



[0 0 8 3] 
Kb 2 1] 



O 




[0 0 8 4] 

ft#**-&-J*i-& - fc5&*t?§*o 5$ (p) fcTK5£ (q) 

[0 0 8 5 ] 
Kb 2 2] 




(q) 



[0 0 8 6] 

IBS ( r ) 
[0 0 8 7] 
Kb 2 3] 




[0 0 8 8] 

r 1 , R^tTR^imiafcraii-cabSo ) x~m%ti&^mit&mz&f&-f&z- 

^■eli. ICS (r) fcTES (s) 
R 3 -X " (s) 

S4\ *tftthU^A©±HiimfiT, SO&^&t, TIBS (t) XiiTiBS ( 
u) 

[0 0 8 9] 
Kb 2 4] 




[0 0 9 0] 



2005-3018752 
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14/ 



[ft 2 5] 




(u) 



[0 0 9 1 ] 

(s^ R 1 , R 2 , R^^RMiHtflBtlwia-eab^o ) T?SJ$*L**l&^k'&W^L < ti 

±ES: (t) t±ia^; (u) ^lit^tsifc^^o 

[0 0 9 2] 

*f&WWffc^W»±, ±K-frJSi2:£ «t oT^^PJco^t/OR 1 , R 2 , R 3 & 
[0 0 9 3 ] 

±IBJRlBT?«[**fflv»*»#<oiaiafei: LTte, Mil^ hVJA, £tSfe# U-JA 

. mS^K*^- hV-^A, ItBfcic** 'J * A, Tfcm-fb^- h'J^A, yAy^t h U * A, tK 

xf;V75>, v* -f V tf^T 5 >^ tfn'Jy/', nVj y>f (7)7 5 ftSt h 

7"n tf;VT^3 — ;k tert — ^f-^T^n-^^cor^^ — ^t^rt>, ft-7t 

[MM] 
[0 0 9 4 ] 

jat, m$i;& ofofcfli k i *) Kmm izj&m-tz o 

[0 0 9 5] 

miMin i 

8 <D&WL 
[0 0 9 6 ] 
Hb2 6] 



(1) 2-3-F-4-^fJVf7V*-^ (2.50g) ©7t h U >>W#i& (50ml) }#?f£ 
[;fiJxf;i/7<> (25ml) trF5^X (HJ7x^;V*^70) ^7y7A (642m 
g) t5-xf^JV-^>vU3]yt^rV-^ (1.79g) fctniU JiflC*#Tt? 4 lentil 
#L7v:o #eti/:it^v 'J *^>77 ya* 7 A 7 av f ^7 7 -f - 

X^ixf^^Dn^^AiA^t^oHMi^i^fflUL, 2 V[l,3] v 

!t-^V-/U- 5 ->f ;VxfxjV- 4 - ^fJVf?^^ (2.38g) £#£0 

J H- NMR (300 MHz, CDCls) 8 ppm: 2.49 (3H, d, J = 0.9Hz), 6.01 (2H, s) , 6.81 ( 
1H, d, J = 8.1Hz), 6.91 (1H, d, J = 0.9Hz), 7.01 (1H, d, J =1.6Hz), 7.13 (1H, dd 
, J = 8.1, 1.6Hz) 




[0 0 9 7] 



[0 0 9 8] 



mtE# 2005-3018752 
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^-v: 15/ 



(2) 2-^> > /[l,3]> ? t^V-^-5-'fJl'Xf-;i'-4-^WTy-;V (1.91g 
) ©y^fJMH^yF (13ml) itCSft/^y^A (II) (139mg) ^Jnx, 125°C 

m % i7X«v ^ ^->h;a tin, $§#t & @* u/co %h fitzmm. * y * ^ 75? 

V[l,3]^^-^-V-^- 5 2 - (4-^f;Vf77-^-2-^;V) 
>-l, 2-V*y (960mg) £#fc 0 

X H- NMR (300 MHz, CDCh) 8 ppm : 2.52 (3H, d, J = 0.9Hz), 6.09 (2H, s) , 6.88 
(1H, d, J = 8.7Hz), 7.40 (1H, d, J = 0.9Hz), 7.48-7.54 (2H, m) 



(3) l -^>vli,3] s>**v-/i>- 5 -4 )V- 2 - (4-^f;vf7^-;v-2- 

2-v^">' (893mg) t 4 - v T J ^<> XT K (510mg) <7)I£ 

m (40ml) »«Et^kT>*-9A (1.50g) fcjtJDx.^ ®^E^T*e 4 B#M « Lfco » 

^ * ~> * A t?f£')3l^ L fco # "b tLfc»aE* * 9 ; - ^ t 9 n n * ;v A fc 

tLTS^LTilL, 4- [5 -^>V*[l,3]v**V-;V- 5 -4 /W- 4 - (4- 

^f^frv-^- 2 — ;v) ^5 2 ;v] ^>v*— h y ;v (575mg) 

J H NMR (300 MHz, DMS0- d6) 8 ppm: 2.36 (3H, s), 6.10 (2H, s), 7.06 (1H, d, J 
= 7.6Hz), 7.20 (1H, s) , 7.55 (1H, bd, J = 7.6Hz), 7.73 (1H, bs), 7.97 (2H, d, J 
= 8.3Hz), 8.26 (2H, d, J = 8.3Hz), 13.05 (1H, brs) 
[0 10 0] 

mmn 2 
it&m 9 <D&m 

[0101] 

ut 2 7 ] 



[0102] 

mt&m 1 -e&j&vtiik&b 4- [5 -*<>\r[i,3yj**v-fl'- 5 -4)\>- 4 - ( 

4-^f;Vf7V-;V-2-^;V) -f 5 )V - 2 - -f fr] ^ > V- h U ^ (575mg) 

y (100ml) »«^*Bft'fk * U * A (584mg) *SPx.»SE^#T-C— Qfefft 

* A Lfco # lb ^JtJSiS* > ^ ^ ~ ^»tfffe H B H L> 4 - [ 5 - 

^>vll,3] v>^^r V-;V- 5 -4 fr- 4 - (4-^W7y-^-2-^il/) "f 5 
y"-;i/- 2 ->f ;V] ^>XT5 K (556mg) SrW^o 

J H NMR (300 MHz, DMS0- d6) 8 ppm: 2.36 (3H, s) , 6.10 (2H, s), 7.05 (1H, d, J 
= 8.1Hz), 7.18 (1H, s), 7.42 (1H, brs), 7.58 (1H, bd, J = 8.1Hz), 7.75 (1H, bs), 
7.94-8.08 (3H, m) , 8.15 (2H, d, J = 8.2Hz), 12.87 (1H, brs) 

1 276. 0-277. Ot: 
[0 10 3] 

«flJ3 

2 o <d&Wl 



[0 0 9 9] 




Me 



[0 10 4] 
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^-v : 16/ 



m 2 8 1 




[0 10 5] 

(1) ^>V[1,3] V**r V-;v- 5 -4 frWrWt (30. Og) <DY)Vx.y (200ml) J&tfcl' 
i^fbf-^-^ (39. 6g) ty^fJV*J^T? KlfftSrSDA, 60°C^2B#^#W U 

O-y^f Fn^y;V7 5 >tiil (19. 5g) <n\)V^y (200ml) 0 'CcvXH^ 

itj-YVVA (20. Og) cotR (150ml) ?#I^i!)Qx., $ h ^*«§£<^ > 3] V 
— ;v — 5 — f JV7-tf ^^D'J K %M x. 3 HKW L fco Rftift-fr* £ h > -eJft ffi L 
, iMv^^y^AtM, »&*«*U *»2 -^>vll,3]^**V- 
;v- 5--f;V-N-^ h Jry-N-^f^7^ hT5 F (35. 4g) &&tz 0 
[0 10 6] 

*H NMR (200 MHz, CDCh) $ ppm: 3.19 (3H, s), 3.64 (3H, s), 3.67 (2H, s), 5.82 
(2H, s), 6.71-6.83 (3H, m) 
[0 10 7] 

(2) 4-^fiVf7V-JV (8.0g) Cfh7tKn75> (150ml) ?M^2.6mol/l 
n-yf;WJf^7A©A^^y^$ (34ml) * -70 o C-CiffiT U 30#W*#Lrt: o £ ^> 

£ 2 -^>V[1,3] yt^rV-;v- 5 - W ;V-N-^ h + y-N-^f;V7-b h 75 K (2 
O.Og) th7tFn77> (20ml) jfjJSriTL, l^Hflt^L^o IfefP^bT >-=E- ^ 

A7K»ts*Jn^x ii^m^f-^^wtBt, til ^ ^ y 7 a tgif , mm* 

fc/\^t>©fiMl^ffi^TffillLs 2 -^>vli,3]y^^v-;v- 5 - 'OV - 1 - 

(4-^f-*f77*-*-2-^V) (19. 3g) £#7c 0 

J H NMR (300 MHz, CDCh) S ppm: 2.56 (3H, d, J = 0.9Hz), 4.34 (2H, s), 5.93 (2 

H, s), 6.76 (1H, d, J = 7.8Hz), 6.80 (1H, dd, J = 7. 8, 1.6Hz), 6.86 (1H, d, J = 

I. 6Hz), 7.25 (1H, q, J = 0.9Hz) 

[0 10 8] 

(3) 2 V[l,3] v^"^V-;V- 5 ->f >>V- 1 - (4-^fJVf77-;V-2-^ 
;v) (19. 3g) (DWfWL*- (200ml) ^nn*W (200ml) tf> I" * 
jb^(II) (24. 7g) ^tnx.ilM##T3B#K»#L7^o Rffilft'frWSrataft, 'M^S* 

nn*;VA?)iMI^ffiv>tiSL, 2 -^>V[1,3] yt^rv-jv- 5 -4 2 - 
7*n^-i- (4-^f^f7/-;V-2-'fJV) x-9 J > (8.96g) £#fco 

: H NMR (300 MHz, CDCI3) 5 ppm: 2.54 (3H, d, J = 0.8Hz), 5.94-5.99 (2H, m), 6. 
75 (1H, d, J = 8.0Hz), 6.78 (1H, s), 7.09 (1H, dd, J = 8.0, 1.9Hz), 7.21 (1H, d, 
J = 1.9Hz), 7.32 (1H, q, J = 0. 8Hz) 
[0109] 

(4) 2 -'OV[l,3]5>5j-*V-/l'- 5 -4 )V- 2 1 - (4 f-^-f-T 
V-;i/-2-'f ;V) *-9Jy (1.83g) OT-feh-b'J/l' (20ml) v#Tj£i- 1 -7 "te^/I^T 
-yy (l.63g) £tt]Xx ®ift£frT16l$H8l#Lfco ?nn*HT| 

L/to #f)MI^NHI^)y'J*^> (I±y'Jy7jt^f^ttS Chromatorex) 

ffifE# 2005-3018752 



# SI 2004-344307 



^-v: 17/ 



-^;v-4- (4 -^^vf-TV-^- 2 --ov) -i % yy-fr- 2 ->f ;v] r^hr^ 

K (590mg) £#7c 0 

J H NMR (300 MHz, DMS0- d6) 5 ppm: 2.09 (3H, s) , 2.34 (3H, d, J = 0.9Hz), 6.07 
(2H, s), 6.98 (1H, d, J = 8.2Hz),7.13 (1H, d, J = 0.9Hz), 7.45 (1H, dd, J = 8.2 
, 1.7Hz), 7.78 (1H, d, J = 1.7Hz), 11.28 (1H, bs) , 11.76 (1H, bs) 
Hu5 : 187. 5-190. 0°C 
[0 110] 

mum 4 

it&m 1 9 <D&m 

[0 111] 
lit 2 9 ] 



m.MM 3 -?&J& L tzit'km N - [5-^^vll,3]v^^V-^-5-^^-4- (4 
-^W7 , /-JV-2-'fJl') ^77-^-2-^^] T"fehT5K (578mg) co^ 
(10ml) t7X (10ml) <^?I^W^?«m (0.58ml) *1)W?L, M##T3Bf^ 

l<7)y'J* **>U ( a± ~> V '> T jk^tt^^a® Chromatorex) A7A^n7^ 7 7^- 
T?^ ^ ? nn*;vAorI^$#&Jiv>T?tffifL * n n ^ ;v A t-^-^^yco 

^l*fflv>tSlg H B B L, 5-^>vli,3]^**v-;v-5-^;v-4- (4-^;vf- 

TV*-;V- 2 ->f ;V) ^ f^-^- 2 ->f ;VT 5 >(260mg) ^#7Co 
J H NMR(300 MHz, CDCls) 5 ppm: 2.39 (3H, d, J = 0.9Hz), 6.00 (2H, s), 6.60 (1H 

, d, J = 0.9Hz),6.84 (1H, d, J = 7.9Hz), 7.15 (1H, dd, J = 7.9, 1.7Hz), 7.19 (1H 

, d, J = 1.7Hz) 
Wl& : 205. 5-208. 0°C 
[0 113] 

mmm 5 



[0 115] 

%mm 4 Ltzit^m 5 y vii, 3] v v - ;v- 5 - h ^- 4 - ( 4 - ^ 

jVf7V-JV-2-'fJl') ^5^7-^-2-^^7 5> (70mg) (7) tf 'J v > (0.7ml) 




[0112] 



[0 114] 
[ft 3 0] 




Me 



mm 2 005-3018752 
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^-v: 18/ 



»:n-yfVJV^'j K (36^1) ttlmk, IWfl«#L/;= Kc£fl£-$&f£f£ 

± v 'J v T fb^$c5£M±M Chromatorex) *7A^n7f^57'f-t^nn*M m% 
^I^tllL, N — [5-^>V*[l,3] v*^V-;v- 5 -4)^-4 - (4-^^;Vf- 
T V- /I/- 2 - ;V) ^5 ^ V- n/- 2 - 4 ;V] 7 * I^T 5 K (84mg) *#/t 0 

J H NMR (300 MHz, DMS0- d6) § ppm: 0.93 (3H, t J = 7.3Hz), 1.63 (2H, qt, J = 7 
.3, 7.3 Hz), 2.28-2.41 (5H, m), 6.07 (2H, s), 6.98 (1H, d, J = 8. 1Hz) , 7. 12 (1H, 
s), 7.46 (1H, brd, J = 8.1Hz), 7.79 (1H, brs) , 11.25 (1H, brs) , 11.78 (1H, brs) 
10 116] 

mmm e 

it^m 2 9 <7)&m 

10 117] 
Ut3 1] 




[0 118] 

(1) mmmi<D (2) ^j&L/^k^%i-^>vii,3]^*v-^-5-^;v- 

2- (4-^f^f7V v iV-2-^^) 1, 2-V*y (1.50g) t4 - ( 

1, 3-yt^rV-l, 3 - Vvj v4 > K-;v- 2 ->f ;v) JVT^f k F (1. 
78g) ©f h 9 t Kn7 7 > (55ml) ^T^^I^T >^E- ^ A (4.20g) <7>^y-^ (55 
ml) W^Jnx., &ffi&fn r 2l$W^«fc#L/io «§*t^nn^;vAtffL, 

fn^m^- b v ^A7xw-e«fe^-t/i 0 1 ii ^*7X«v 7 ^ y ^ a m&z'g 

^nn*;H«MS^v^ilL, 2 - |3 - [ 5 V[l,3] V- JV- 
5 _^ ;1/ _4_ (4-^f;vf77-^-2-^^) ^^/-;v-2-^;v] 7"n 
( 4 V 4 > V-fr- 1 , 3-v^-> (970mg) £#fc 0 

J H NMR(300 MHz, DMS0- d6) S ppm: 2.07 (2H, tt, J = 7.7, 6.8Hz), 2.32 (3H, d, 
J = 0.9Hz), 2.70 (2H, t, J = 7.7Hz), 3.70 (2H, t, J = 6.8Hz), 6.06 (2H, s) , 6.98 

(1H, d, J = 8.2Hz),7.07 (1H, d, J = 0.9Hz), 7.46 (1H, dd, J = 8. 2, 1.9Hz), 7.74 
-7.88 (5H, m), 12.19 (1H, s) 
[0 119] 

(2) 2- |3- [ 5 -^>v*[l,3] v~;v- 5 - 4 )V- 4 - (4-^;v^r 
2 -4 ;v) 4 5 2 ->f -fu\£?v\ 4 v4 y K-;v- 1 , 3-v* 

> (928mg) (50ml) t K 9 v >-7jcf0t7 (984mg) ££nx^ iiy;fc^# 

^*^^±M Chromatorex) *7A^n-7f ^77^-W * 7-;y^nn*W«| 
£i«£Jl^T»iSiU 3- [5 ~^>-Vll,3]v^V-^- 5-4^-4- (4-^ 

f;vf77-JV- 2 - -f ;v) -f 5- ^y*-;v- 2 -4 ;v] 7*0 tf;vr ? > (458mg) ^c%tz 

J H NMR (200 MHz, CDCh) S ppm: 1.90 (2H, tt, J = 6.4, 6.4Hz), 2.43 (3H, d, J 
= 0.9Hz), 2.84-3.01 (4H, m), 5.99 (2H, s), 6.69 (1H, d, J = 0.9Hz),6.84 (1H, d, 
J = 8.1Hz), 7.26 (1H, dd J = 8.1, 1.7Hz), 7.38 (1H, d, J = 1.7Hz) 
[0 12 0] 

tB|E#2 005-3018752 
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^-v : 19/ 



[0121] 
[ft 3 2] 




[0 12 2] 

HMM 6 ^^Ltzit^ 3 - [ 5 -^>vll,3] =J**V-)V- 5 ->f 4 - (4 
-^f;vf7v-iV-2-^^) -f ^ yv—fr— 2 ->f ;v] -fu\£)vr^y (80mg) 

@$ (25mg) t 1 - t FD^y^>V f h V T V*- /U— 7XfD% (38mg) (?)y^f W^A7^ 
F (0. 8ml) 1 - 3 - ( 3 - y^f^T 5 / y'u - jj Jl/tfVJ 5 F 

mmm. (54m g ) £ in x. mu^-mnn l ^ 0 r^*^**^^^-?**^ mmm.m 

hromatorex) % y A? h 757 -f -T?^ -^7-;^7 nD/tiK^IMI^ffl^t 
iffit, g^m^^^t^dr^^^^I-g-itS^ffl^-CSft^L, N- |3- [5-^>Vll 

,$\ a JHr*cV — fr- 5 --f /w- 4 - (4-^W7 , /-;v-2-^;v) 
2--f;V] -7*nfcf;H 7f^7U - (I8mg) £#/c 0 

J H NMR (300 MHz, CDCls) 5 ppm: 0.96 (3H, t, J = 7.4Hz), 1.69 (2H, qt, J = 7.4 
, 7.4Hz), 1.80-1.94 (2H, m) , 2.22 (2H, t, J = 7.4Hz), 2.45 (3H, d, J = 0.9Hz), 2 
.79 (t, J = 6.2Hz), 3.40 (2H, td, J = 6.2, 5.9Hz), 5.99 (2H, s) , 6.03 (1H, brs) , 
6.72 (1H, s), 6.87 (1H, d, J = 8.1Hz), 7.39 (1H, brd, J = 8.1Hz), 7.55 (1H, br 
s) 

Uljft I 134. 0-139. 0°C 
[0 12 3] 

mmn s 

it^m 3 1 <D&m 

[0 12 4] 
[ft3 3] 




[0125] 

s^;VA7 ;v 7* H F (73mg) Of b9th*n79> (2ml ) Wife fcMt&M 6 L fcft 

3 - [5 V[l,3]y**V-^- 5 --f 4 - (4 fJVf7/-;V- 2 
-^;v) >f 5 jry—fr- 2 -4 /U] ynif/l/TS^ (lOOmg) fctfegfc (51/* 1) ^liSfi 
-T?30#lfllift# L 7c 0 JKJfciS^ CV^^A hVT-bh^rv # ntK'J F (248mg) * ip x. 

£BfiE#2 005-3018752 
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^-v*: 20/ 



e> Ji/tig^NHI© v V * CS± v U v T ffc3M*5££rttfi Chromatorex) *7A^ 
nv f ^7 7 ^ - t^ ^ ^ 1 ^ nn*;i/A<7)I^II:fflv>tiIL> I 3 - [5- 
^> V[l,3] yt + V-^- 5 ->f 4 - (4-^f^fT7-JV-2-^^) 
V'- ;V- 2 - 4 ;V] 7"n y^f;V7 5> (74mg) Srfffco 

X H NMR (200 MHz, DMS0- d6) § ppm: 1.82 (2H, tt, J = 7. 7, 6.9Hz), 2.15 (6H, s) 
, 2.28 (2H, t, J = 6.9Hz), 2.35 (3H, d, J = 0.9Hz), 2.66 (2H, t, J = 7.7Hz), 6.0 
7 (2H, s), 6.99 (1H, d, J = 8.1Hz), 7. 09 (1H, d, J = 0.9Hz), 7.46 (1H, brd J = 8. 
1Hz), 7.75 (1H, brs), 12.33 (1H, brs) 
[0126] 

mmm 9 

it&m 4 1 <d&j& 

[0 12 7] 
[ft 3 4] 




[0 12 8] 

(1) «1© (2) T^iLmil- / ^V*[l,3]vt^7-)l'-5-^*- 

2- (4 - ^f;vf77-;v - 2 -4 ;v) -jc* >- 1 , 2-*J*> (i.50g) 

— 6 - t^7A^ff/'7- h (1.38g) »7F7tFn77> (20ml) b*9S—A' (10m 
1) ^IMIM7>*-^^ (4.20g) ^JDX., K*#T7Mfl#P^M#L7co 
«r§*^ ^nn*^AT?#!RU ftft^ifet h 'J f A*#ft-CftjtHfco »if*^7jc 
W8t* 7 ^/7A SMS * L o # <b flfcJSSE ^->'J^>77r>a*7 
A ? D-7 h ^9 7 -f -7?^ * 7 -/u t ^'nn*;l/A<77^'g-v§S^Jl^ i "Ctt^L. 5- [5 
-^>7[i,3]yt^v-;v- 5--f ;v-4 - ;vf 77-;v-2-^;v) -f 5 

2-4 >BJM (797mg) %%tz 0 

X H NMR (300 MHz, CDCls) 8 ppm: 1.67-1.90 (4H, m), 2.39 (2H, t, J = 6.9Hz), 2. 
43 (3H, d, J = 1.1Hz), 2.81 (2H, t, J = 7.2Hz), 3.69 (3H, s) , 6.00 (2H, s) , 6.69 
(1H, bs),6.86 (1H, d, J = 8.1Hz), 7.17-7.37 (2H, m) 
[0129] 

(2) 5- [5 -^^V[1,3]^^-*V-^- 5 -A fr- 4 - (4-^f;Vf77-;V 

— 2 — T 71^) ^^"7-^-2-^^] >^^^;V^^r-;V (767mg) <D * 9 J - 
)V (25ml) mm^miti- V V (227mg) tR (10ml) »ifc*SQ;i«iifcfc#T 1 #IW« 
# L ?fc o 2 mo 1/1 O&SbiMSiSt? +f nit, 7nn*;7AT'2@ttffiL^c * fekic 
t-77*^y7At«> v«£|g*U 5- [5 V[l, 3] V-;i/- 5 -4 
;V-4- (4 fiVf 77-iV- 2 A") ^5/7-^-2-^^] (79 
Omg) %n?Zo 

J H NMR (300 MHz, CDCls) d ppm: 1.82 (2H, m), 2.05 (2H, m), 2.42 (3H, s), 2.53 
(2H, t, J = 6.8Hz), 3.28 (2H, t, J = 7. 8Hz) , 6.03 (2H, s) , 6.89 (1H, d, J = 0. 9 

Hz) ,6. 89 (1H, d, J = 8.1Hz), 7.14 (1H, d, J = 1.7Hz), 7.20 (1H, dd, J = 8.1, 1.7 

Hz) 

[0 13 0] 

mm i o 
it&m 4 2 <D^m, 

[0131] 
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[ft 3 5] 




[0132] 

^mm 9 ■V'&mLfzlk&'M 5 - [5-^>v*[i,3]v:t^v-;v-5-'f ;v-4- (4 
- f- T V- 2 - )V) 4 5 ^ V- ;v - 2 - -Y ;v] ^ y 9 >Wt (120mg) t n - 
7° n tf ;V T 5 > (21mg) i: 1 - t KDdry^^v^'JT V- 7jcf D#J (49mg) Oy'^f 
HMTU' (1.2ml) ^/t^l-^^^-3- (3-yVf^T5y7°ne;v) -* 
;u # 5> -f 5 K&BfeiS (69mg) * in x.lfit-li# L it 0 KJ&m&% £ SKft-x f- ;v T?*JR 

97 --e^ ^ y ^ nn*;vA<^fl^-v#S^>lv^Tffl^L> N-7°nt°;v-5- [ 
5 -^>V[i,3] vt^v-;v- 5 ->f ;v- 4 - (4-^^f7y-il'-2-^^) 4 
5 ;v- 2 - 4 ;V] ^>r/7U* (51mg) ifttia 

J H NMR (300 MHz, CDCla) S ppm: 0.91 (3H, t, J = 7.3Hz), 1.51 (2H, qt, J = 7. 3 
, 7.3Hz), 1.69-1.91 (4H, m) , 2.27 (2H, t, J = 6.4Hz), 2.44 (3H, d, J = 0. 9Hz) , 2 
.84 (2H, t, J = 6.7Hz), 3.21 (2H, td, J = 7.3, 6.1Hz), 5.76 (1H, brs), 6.00 (2H, 
s), 6.71 (1H, d, J = 0.9Hz), 6.86 (1H, d, J = 8.1Hz), 7. 33 (1H, brd, J = 8.1Hz), 
7.43 (1H, brs) 
[0 13 3] 

nnw 1 1 

it^m 4 5 o^fifc 

[0 13 4] 
lit 3 6] 




[0135] 

9 X-&]&Ltzlk&%d 5 - [5 -^>V*[l,3]^^^rV-;V- 5 4 - (4 
-^fJVf7V-;l/-2-^;V) ^5^V-;V-2-^;V] "S^VR (131mg) o^n 
n*;VA (1ml) vtifcKiM^:*-^ (0.3ml) SrJn^aat^T 2 H#PW» Lfc 0 JRJ6 
»*SE4r«*^ 28%T >^-77Xi#fS£tl[lx. ? n n 2 Hfflfcfcl Ltc 0 
*M 4: •»« v ^ ^-/^ W £ @£ L 0 W £ *Lfc5*aE Sr v U * ** ^ 7 

U 5- [ 5 -^^vli.3] y^-^v-;v- 5 --f ^- 4 - (4-^W7v'-;v-2 
- 4 ;v) -f 5 ^ v- ;v- 2 - -f ;v] ^ > * > r < f (42mg) £*§fc 0 

X H NMR(300 MHz, DMS0- d6) 8 ppm: 1.48-1.75 (4H, m), 2.09 (2H, t, J = 7.2Hz), 
2.34 (3H, d, J = 1.0Hz), 2.64 (2H, t, J = 7.5Hz), 6.07 (2H, s) , 6.72 (1H, bs) , 6 
.99 (1H, d, J = 8.2Hz), 7.09 (1H, d, J = 1.0Hz),7.26 (1H, bs), 7.50 (1H, dd, J = 

ttJfE# 2005-3018752 
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8.2, 1.7Hz), 7.82 (1H, d, J = 1.7Hz), 12.21 (1H, brs) 
[0 13 6] 

%mn 1 2 

it&m 5 0 <D&J& 
[0 13 7] 
Ht3 7] 




[0 13 8] 

(1) 6 -ynt^^Vf-r (53. 3g) OF'Jxf-;V7 5> (260ml) £ % F'J^f 

;Vy'J;l/7-tf l/> (106ml) ^ a^tiOU) (0.948g) , t'X(f'j7i-Jl/*X7r/) 
/-?9^>7A(II) y?n'J K (1.75g) £Jn>U 8O o Ctr2.50#r B m#L/io W*®*^ 
#<btL/;^^v3- h *7A (y'J 77<^;v ; : I£M^f-^=2 : l) -em*^ 

* fife* L o n-^^t^-S^xf;K^) Ji^^T?*:^ H L , 

>/^ Tv -_;v (20.0g) £fcfe*fr3j^%jC (SL£ : 104. 5-105. 0°C) t LT# 
/Co £ifc£>?MNI (n-^^-9->-»^f-^) ^ft^^l-r-tT\ 2>fc H B B (12. lg) , 3#c 
h h h (9.68g) , 4^ H a H (4.61g) LT#fc 0 

J H NMR (300 MHz, CDC1 3 ) 8 ppm: 0.27 (9H, s), 7.60 (1H, dd, J = 8.5, 1.6 Hz), 
8.05 (1H, dd, J = 8.5, 0.6 Hz), 8.09 (1H, dd, J = 1.6, 0.6 Hz), 9.03 (1H, s) 
[0139] 
Mb 3 8] 




[0 14 0] 

(2) 6 - h 17 * f^y'J )V^~)\^<yy?-TV~)V (45. lg) <r>*9J—fr (600ml) 

mmz, m*'J7a (29. 7 g ) Mwc-i.5wmmwLtz 0 KiBmzzMik, mm 

»y'j*^*7A7nY^*77^- : i^^x.f-;v= 4 : 1—1 : 1) ^ 

TIIL, 6-xf-M/V*f7^)V (30.0g) £?&J|feIII#»® (Mk^C : 47.5-4 
9.0°C) tUft 

X H NMR (300 MHz, CDCb) $ ppm: 3.16 (1H, s), 7.63 (1H, dd, J = 8.4, 1.6 Hz), 
8.08 (1H, dd, J = 8.5, 0.6 Hz), 8.11 (1H, d, J = 1.4 Hz), 9.04 (1H, s) 
[0141] 
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[0 14 2] 

(3) 6-if"M>V'f7V-iV (29. 5g) , 2 — 3 — K — 4 - if *f 7V*-iV (4 
5.9g) <7)T-b h- h V ;W#?& (600ml) M*#H^T\ h'Jxf jV7 5> (280ml 

) tr^^ (HJ7x-W77r/) /^y^A (6.8g) £jJD;i/co M*#IS^T 

(^de+h> : @£@£^f-;v= 2 : l-^i : l) ctilL, 2 V<f-T 6 ->f ;v 

-xf-jv-4-if^f7V-;l' (41. 2g) Sr^ftfeJ|&*^R (It* : 116.0-117.0 

°o ante 

: H NMR (200 MHz, CDCls) $ ppm: 2.51 (3H, d, J = 0.9 Hz), 6.96 (1H, d, J = 0.9 
Hz), 7.71 (1H, dd, J = 8.4, 1.8 Hz), 8.12 (1H, d, J = 7.9 Hz), 8.20 (1H, d, J = 
1.8 Hz), 9.07 (1H, s) 
[0 14 3] 
1114 0] 




[0 14 4] 

(4) 2 - ^ > v* f 7 v* - ;v - 6 - ^ ;v - x f - ^ - 4 - i f ;v f 7 V - JV (40. Og) CO 

r^yy (3.oi) (1.8D oom.^mm-, M-^yjfym* v (49. 3g) 

gi&-?3053-|BJLfco RJMSttI^U Wffi V V •> A (20. 7g) < «9 ^ 

1mz.tz'i&, I0%mm (210ml) fciTFLfco 2ttfrT\ 3055"HiJ£*M&, iWOnD* 

? a frmux-mmk, mam^ y 7^>^ l £ 0 ?w * * -> >; # 

;^7A^nvf^7^ (^-^v : WW.^)^= 2 : : l) i:tiSL, 1 - 
^>y'f7v-^-6-^v-2- (4-^f;i'f7 , /-JV-2->f;v) -^?>-i, 

2-v^> (30.1g) : 134. 5-135. 5*C) fcUffc, 

7r-*:jfeSbJt3lEth'J , >A (6.8g) £ ftfcMfflSgr*' ^ * ~> A (68. Og) fc* (3.01 

) fc»»$*7fc*>0 0 

J H NMR (300 MHz, CDCls) $ ppm: 2.51 (3H, d, J = 0. 8 Hz), 7.45 (1H, d, J = 0. 
8 Hz), 8.16 (1H, dd, J = 8.5, 1.7 Hz), 8.26 (1H, dd, J = 8.5, 0.6 Hz), 8.64 (1H, 
dd, J = 1.7, 0.6 Hz), 9.23 (1H, s) 
[0 14 5] 
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Ht4 1] 




[0146] 

(5) i-^>v*f7v*-^-6-^v-2- (4-^fjvf-7 , /-;v-2--f;v) -J. 
* > - 1 , 2 - v * > (200mg) H-y7;^^X'7JVfk K (109mg) <Dt'tW. (8. 0ml 
) S»7^--)A (321mg) Sripx., »8lE&#TT? 2 B#W, g^T'UIWW 

Lfco JRJSiSfcdtfcijnx., 28 96 7 >^&-T7RT*cfifn Lfz 0 ? n n^;VA"e2HIWtB U * 

ffimk, ial^^IL, 4- [5-^>Vf7^-;v-6--f;v-4- (4 /l^ 7 

2-4 JV) 4 $ 2-4 )V] ^.yV=- Y V JV (138mg) 

R (H^ : 295.0 - 295.5*0 LT#fc B 

2 H NMR (300 MHz, DMS0-d6) 8 ppm: 2.34 (3H, s), 7.24 (1H, s) , 8.00 (2H, d, J = 
8.5 Hz), 8.10- 8.37 (4H, m) , 8.86 (1H, brs) , 9.48 (1H, s), 13.33 (1H, brs) 
[0 14 7] 
[it A 2] 




[0 14 8] 

(6) 4- [5-^>y , f7V-^-6-^)V-4- ( 4 - * 7 V- - 2 - 4 Jl> 

) 5 W-JV- 2-4 fr] s<y\r=. Y V )V (130mg) , U * A (148mg) 

fM;V*^vK (5.2ml) OJBWftC ilHMfcTft** (1.56ml) fcflnx.. 100°C^1B#^ 

*7A^nv^77^- (^nn*M : y ^y-;v = ioo : 0^90 : 10) fcrffijgiu 
SISb b h nn*)H-^ ^ y -;v-n-^s^r-9->) ft, 4- [5-^>7f7/-;v-6 
_xf;i,_4- (4-^f;Vf7V-^-2-^P) ^5/7-^-2-^^] ^>X7 5 
K (75.4mg) 4rflUirfe»3MK»Jt (BUS I >300°C) t LT#7c 0 

*H NMR (300 MHz, DMS0-d6) 5 ppm: 2.34 (3H, s), 7.22 (1H, s), 7.44 (1H, brs), 
8.00-8.20 (7H, m), 8.87 (1H, brs), 9.47 (1H, s), 13.15 (1H, brs) 
[0 14 9] 
1 3 

fo&W 7 0 <D&]& 
[0 15 0] 
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[0151] 



(1) JT-fr tert-y h ^y*;VJi?-;V75 ^ T-trx- h (2.00g) ©H^/ (40ml) 
£ , - 70°C t? 1 . 02M/ h ^ »ffctf>3jt3(5 -ft v -< V 7"f- ;V7iV<-^A (27ml ) 4:iTL 

. "tcottmmmwLtzo -7ox:x\ Kfcm^*?;-^ domi) zmz., 

^ISfn^TK^^fe^-i" £ t ^ ^ & v a > K ft o T L t o * -fe 7 ^ b % it L fc 0 

(n-^3r-9-> : EW^^ = 60 : 40— 30 I 70) CTiftL, tert--7^;v (2 
-t*Vxf;v) #;w**-b (895mg) ^ife»IfcLt#/; 0 

J H NMR (300 MHz, CDCls) 5 ppm: 1.46 (9H, s), 4.05-4.11 (2H, m) , 5.18 (1H, s) , 9 
.66 (1H, s) 



(2) ifti 1 2 - (4) -C&i&Ltz 1 7f77-)V- 6 -4 )V- 2 - (4 

;i/f7V*-^-2-^l') - ji^ >- 1 , 2-v^"^ (300mg) btevt-f^fr (2-^^r 
yji^;V) #;w^-> (294mg) <DT b v fc. Kn y =7 > (10ml) v#?$X> WW.Ty^ — 
(811mg) (5.0ml) «£inx, I?£f2B|Fll#Lfco KiC^fp 

(n : WWi^^ = A0 : 60— 20 I 80) CTilL, tert-^f-^ [5-^>V 
f7y-;V-6-^;V-4- (4-^fiVf7V-^-2-^iV) -1H- W 5 ^V- ;V-2- 
tj;w^-> (291mg) feiff St Ltt#/; 0 

J H NMR (300 MHz, CDCls) S ppm: 1.49 (9H, s), 2.44 (3H, d, J = 0.9 Hz), 4.43 ( 
2H, d, J = 6.1 Hz), 5.29 (1H, brs) , 6.76 (1H, s), 7.86 (1H, dd, J = 8.5, 1.8 Hz) 
, 8.18 (1H, d, J = 8.4 Hz), 8.55 (1H, brs), 9.04 (1H, s) 



[0152] 
[ft 4 4] 




[0153] 



[0 15 4] 
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Ut 4 5 ] 




[0 15 5] 

(3) tert-"/f-;V [5-^>7f7 , /-iV-6-^l'-4- iVf 
^;v) — 1H— >f 5 — 2-4 )V* #;ws^-]> (lOOmg) ©^nn^jVA (10 

ml) mWLfc, 4N-It/yt^t> (1.0ml) *1id£, SrST'l. 5B#B9M# Ltz a 

-6--f;v-4- 7v*-;v-2-^;v) -1H- -f 5 ^v-;v-2- 4 ;v] ^f- 

;V7?>©TO (80mg) ZW^&'&^mtdM (M& : 229. 0-233. 0°C) £ LT#7t Q 

*H NMR (300 MHz, DMS0-d6) 3 ppm: 2.37 (3H, d, J = 0.9 Hz), 4.16-4.25 (2H, m) , 
7.22 (1H, d, J = 0.9 Hz), 8.08 (1H, dd, J = 8.6, 1.8 Hz), 8.18 (1H, d, J = 8. 5 
Hz), 8.60 (3H, br), 8.90 (1H, d, J = 0.9 Hz), 9.47 (1H, s) 
[0156] 

$mw 1 4 

it&$t> 1 0 5 <D&& 
[0 15 7] 
{it A 6] 




[0 15 8] 

(1) %MW12- (4) t^L/: 1 -^>7*f 7V-iV- 6 - 2 - (4-^f- 

;Vf7y-;V-2-^;v) -jc? l , 2--^> (2.00g) £: (l,3-yt^V-l,3- 
Kn-f y>f >• K-;i/-2-^ ;i/) T-tr h 7^7*t K (2.00g) h 9 £ Kn y 9 > (7 
0ml) ifeWLKWB.Ty*-*? & (5.40g) O^y-^ (50ml) v#?W£tjn;U ^^Tr3.5B# 

!d7A^07^77^- ( n -s\**)r> I fp@^^-f-;v = 40 I 60— 20 : 80) ^ (^on* 
: y ^y-;v=95 : 5) „ (^nn^^A : Sfxf-;v= 3 5 : 65) ffi^^3HI 

tfd-^-C\ 2- [5-^>/f7V-^-6-^l'-4- (4-^fJVf7V*-;V-2-^V 
) -IR-4 3. ?V-fr-2-4 fr*m>~\ 4 V4 > F-;V-1, 3-v^> (1.90g) 
(Si* : 250.5 - 255.0*0 Ht#/: 0 
! H NMR (300 MHz, CDCh) S ppm: 2.44 (3H, d, J = 0.8 Hz), 5.08 (2H, s), 6.74 ( 
1H, brs), 7.71-7.94 (6H, m) , 8.16 (1H, d, J = 8. 5 Hz), 9.03 (1H, s) 
[0 15 9] 
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[ft 4 7] 




[0 16 0] 

(2) 2- [5-^>yf7^;v-6-^v-4- ry-^-2-^;v) -1H 

-^5^y-;v-2-^f;v^f;v] -< v -f > K-;v-i, 3-^^^ (i.88g) ox^y- 
;V (45ml) H K7y> 1 (2. 12g) fcjfJIIX-. Mrm^24Bf^WL^o K 

mm- * ? ; -)vrv s ?uu*)I'<u%1}\iz-, mm^^^^mm-^^tz 0 ^wmvu 

U¥i\< (edrv V ^Tft«5££tf±gi Chromatorex) ZtiUfLfz^ $§$§E£^*Lfco mm 
^NHMv V *y;v*7A?n7 h 7*7 "7 ^ - (7 nu*;i/i^ : 7 ^ 7 -;v = 95 : 5) . -jfc 
v> T? v V ii Y)i> *7A^D7f^77-f- (^no^ii/i : 7 7 7 — ;i^ = 90 : 10— 7 n n 

*;va : ? /-;v : ry^=-T = ioo : 10 : 1) ktjHMBiu c- [5-^> v*f-r 

-6--OV-4- (4->W7 , /-Jl'-2-'f/l') -1H- 5 -i fr] 

^7r/ (761mg) *^fM»«tL-C^fco 

J H NMR (300 MHz, CDCls) 5 ppm: 2.44 (3H, d, J = 1.1 Hz), 4.12 (2H, s), 6.73 ( 
1H, br), 7.87 (1H, dd, J = 8.5, 1.7 Hz), 8.17 (1H, dd, J = 8.5, 0.5 Hz), 8.47 (l 
H, br), 9.03 (1H, s) 
[0161] 
[ft 4 8] 




[0 16 2] 

(3) C- [5-^>/f77-)V-6-^^-4- (4-^f;Vf7y-;V-2-^) -1H 
-4 ^ W-)V-2- J ;v] ^f;V7^> (600mg) , HJ .x ;i/ T 5 > (370rag) <7>^n 
n^jU (15.0ml) tK?^T, /fJ^^O') K (0.21ml) 4iKT L^Co 7jc?tT\ 

30^3f#fL MJifcKzfcfcflnx., ^nn*;UA-e2EIWtliL7to *M ^feMsSicm^ 7* 
^y^A«t, ^«r@*Lfco y'J*^*7A;o7|>/77^- (ft 

|xfjV->^na*jW : 7 7 7 -;v = 90 I 10) W*&iH (I£@£xf-;i/- n - 

^**yy) U N- [5-^77*f77*-^-6-^V-4- 77-^-2- 

-OiT) -lH-^f 5 ^y'-;v-2--f;i'^^-;v] 7*f^7? K (44img) ( 

KjA : 190. 0-191. Ot:) t LT#7Co 

X H NMR (300 MHz, DMS0-d6) § ppm: 0.89 (3H, t, J = 7.4 Hz), 1.47-1.64 (2H, m) , 
2.14 (2H, t, J = 7.5 Hz), 2.34 (3H, s) , 4.36 (2H, d, J = 5.6 Hz), 7.15 (1H, d, 
J = 0.9 Hz), 8.08 (1H, s), 8.14 (1H, d, J = 8. 5 Hz), 8.34 (1H, t, J = 5.1 Hz), 8 
.85 (1H, s), 9.43 (1H, s), 12.72 (1H, s) 
[0 16 3] 
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1 5 

[0 16 4] 
[ft4 9] 




[0 16 5] 

(1) 7}c*fbt- h U * A (13mg) <7)N, N-v>W;U75 K (2.0ml) OjRiStftH 
. 7X<%T, 1 4 - (1) -e^Lfcfb-a-^- [5-^>7f7V-Jl/-6-^V-4 

- (4-^f^f77-il'-2-'f^) -1H- 5 V"/-)V-2--i )V * 4 V -i > K 

-^-1, 3-v*> (lOOmg) £ftnx^ 10^raat^L7t o >! tU;i7jc?%T\ a^fk^-f-^ ( 
0.14ml) t»TU *^T, 1.5f$H*$£Lfc 0 RJ&ifcfc«&*D&tt3ft*2n];i, ^nn*;v 

dr^>) [5-^7/f7 , /-iV-6--fil/-l-^fil'-4- (4-^^f7V v 

;v-2--f;v) -1H--T 5 ^/-;v-2-^.;v^;H -rv^>K-;v-i, 3-v^-> (3 
5mg) *m&mm£%0M (Sill* : 257. 0-259. 5°C) fc Lt#t, 

! H NMR (300 MHz, CDCls) S ppm: 2.28 (3H, d, J = 0.9 Hz), 3.65 (3H, s) , 5.06 ( 
2H, s), 6.60 (1H, d, J = 0.9 Hz), 7.56 (1H, dd, J = 8.4, 1.7 Hz), 7.72-7.93 (4H, 
m), 8.11 (1H, d, J = 1.6 Hz), 8.23 (1H, d, J = 8.5 Hz), 9.09 (1H, s) 
[0 16 6] 
m 5 0 ] 




[0 16 7] 

*>%L%Wkffi U 2- [4-^> > /f7V-;i'-6-f;V-l-^f^-5- 
-;i/-2-^;v) -lH--f 5 yy*-fr-2->( frt^-fr] <i V 4 "s K— Jl' — 1, 3-v^-> 
(15mg) ^M»StLt#^o 

*H NMR (300 MHz, CDCh) S ppm: 2.54 (3H, d, J = 1.1 Hz), 3.87 (3H, s) , 5.05 ( 
2H, s), 6.95 (1H, d, J = 0.9 Hz), 7.52 (1H, dd, J = 8.5, 1.7 Hz), 7.72-7.93 (4H, 
m), 7.96 (1H, dd, J = 8.5, 0.6 Hz), 8.17 (1H, dd, J = 1.7, 0.5 Hz), 8.93 (1H, s 

) 

[0 16 8] 



mtE# 2 005-3018752 
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^-v>~: 29/ 



Kb 5 i ] 




[0 16 9] 

(2) 2- y*-;v-6-^ fr—i—* f-;v-4- ;vf 7/-^-2 

-m-^f 5 ^v*-;v-2-^r -f v-f > K-;v-i, 3-v*> (328mg 

) <0*9J-fr (5.0ml) t K9v'>l*«« (290mg) fcifflx., ^ST?3B#ffl 

-JATKftft, Ifc. »S t -> 'J * ^* 5 A n 7 b ^5 7 >f - (*nn* 

/i/A : ^ ^y-;v = 90 : i(H-^nn*^A : * 9 : y>^e-T = iOO : 10 : l) \z.x 
mML, C- [5-^>yf7 > /-^-6-^v-i-^f)i'-4- (4-^f;vf7/-;v 
-2-4 fr) -m--f ^ ^v*-;v-2--f;v] ^f;v75> (i66mg) ( 

jK£ : 183. 0-184.5*0 t LTftfc, 

: H NMR (300 MHz, CDCh) <5 ppm: 2.36 (3H, d, J = 0.9 Hz), 3.52 (3H, s) , 4.06 ( 
2H, s), 6.61 (1H, d, J = 0.9 Hz), 7.56 (1H, dd, J = 8.5, 1.6 Hz), 8.10 (1H, dd, 
J = 1.6, 0.5 Hz), 8.26 (1H, dd, J = 8.4, 0.5 Hz), 9.10 (1H, s) 
[0 17 0] 
[it 5 2 ] 




[0171] 

(3) C- [5-^>Vf7y , -;V-6-^JV-l-^f*-4- (4-^fiVf7V-^-2 

-1H--T 5 *rV-fr-2.-4 ^f^7?> (I59mg) „ b'Jxf-^rr/ (10 
lmg) co^nn*;VA (5.0ml) f&fKfc: % tR<%T, 7f'Ji^n') K (0.06ml) SrSSTL 
fco MT, 1I$W#££M^ a&^fcKzkfcinx.. ^nn^;VAtr-2IHWmLfco «Jf£lte 
7jt ^ * v * A v« £ @* L o £ > ->'JH>*7A^nvf^7 
•7^- (^nn*a:^^;-ji/=9:i) , &v»-eNHSh>y *^;v (liv'JvTlt^ 

Ifoft^rttSL Chromatorex) *7A^n7^*77^ - (ffisSfc^/l') Cttlf, MrH 
(g^^cf-^-n-^^r-^^) L, N- 7/-;V-6-^^-l-^f 

- (4-^ -^;i/^T v /-;v-2--f ;v) 5 ^v*-;i/-2--f 

K (137mg) £i£-fe«»® (III-* I 212. 5-213. 5°C) iLTftfc, 

X H NMR (300 MHz, DMS0-d6) 8 ppm: 0.88 (3H, t, J = 7.4 Hz), 1.47-1.63 (2H, m) , 
2.09-2.18 (5H, m), 3.47 (3H, s) , 4.46 (2H, d, J = 5.8 Hz), 7.04 (1H, d, J = 0.9 
Hz), 7.64 (1H, dd, J = 8.5, 1.7 Hz), 8.17 (1H, dd, J = 8.5, 0.5 Hz), 8.34 (1H, 
dd, J = 1.7, 0.5 Hz), 8.46 (1H, brt, J = 5.6 Hz), 9.49 (1H, s) 
[0172] 

i±lfE# 2005-3018752 
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^-v: 30/ 



mm 1 6 
it^m 9 5 <7)&m 

[0173] 
[ft 5 3 ] 




[0 17 4] 



(1) 2- (^f;V7^) x-^y-;v (3.0g) , byxf;i/7?> (11.0ml) <?) ^ n n 
(30ml) itfc, 7X?%T\ ^f'J^n'J K (4.6ml) JiTL/; 0 yJc?tT\ 20^ 

> : b^^jc^;i/=2 : 3^1 : 4, ;^t^nn*M :^^;-;v=9:i) ctilL, N 

- (tFn^yxf^) -N-^f^7f;V75F (2. 8g) & W-fevSlTO® t LT#7c 



X H NMR (300 MHz, CDCh ) Sppm: 0.91-1.02 (3H, m), 1.58-1.77 (2H, m), 2.26-2.46 
(2H, m), 2.96 and 3.07 (3H, 2s), 3.47 and 3.56 (2H, 2t, J = 5.7 Hz), 3.78 (2H, 
t, J = 5. 1 Hz) 
[0 17 5] 



(2) N— (kFn^yxf ;v) -N-^f;V-7f ^7? K (600mg) <D*J?uu*? 
y (6.0ml) MKDess-MartintfcH (1.9g) fctnx.. 5NfK*# L/c g »J££S 

N-^f-^-N- 7f;i/7 5 K\ HM^Ol 2- (4) t^tL/tl- 

^y , /f77-^-6-^i'-2- (4 -jt f;i'f-7V-;v- 2 --f ;v) -x.^>-l, 
2-v^-> (301mg) Of h v k Kn7? > (15ml) Afflftfc^ SKTV^-'JA (820mg 

) <D*?;-)v (5.0ml) i&ifcfcinx., gfi-ei4H#wi£#Lfco KJ&teKl&*njfeBfc;*e*?" 

^A^IH Lfco M^NHMvV*^^ (S±y , Jy7ftfMMil C 

hromatorex) A7A^nvf^77-f- (^^^ > : ftHx^f-;v = 35 : 65-^^ n n 
: j ^ y -;v = 95 : 5) mtM* (SSlxf fl'-n-^^t >) L> N— [5- 

^>7*f77 v JV-6-^^-4- (4-^^77-^-2-^^) -lH-'f^V 
2 --T;^?-^] -N- ^ f^7f;V7 5 K (233mg) fc&jSfeJ&sfcRWflt (US: 
175. 0-175. 5"C) t LTftfco 

J H NMR(300 MHz, DMS0-d6) 5 ppm: 0.87-0.98 (3H, m), 1.48-1.67 (2H, m), 2.26-2. 
44 (5H, m), 2.90 and 3. 07 (3H, 2s), 4.63 (2H, s) , 7.15 (1H, m) , 8.03-8.19 (2H, m 
), 8.84 (1H, m), 9.44 (1H, d, J = 1.2 Hz), 12.67 and 12.84 (1H, 2br) 



[ft 5 4] 




[0176] 



mtE# 2005-3018752 



#11 2004-344307 ^- v : 31/ 



[0 17 7] 

mrnm 1 7 

-fb^ 9 6 (D&WL 
[0 17 8] 
[it 5 5 ] 




[0 17 9] 

(1) (2-t^Vt"niJy>-l-^^)7^T-f (l.Olg) (10ml) 

#«tt, -78°C-C1.02M/ f;i/x^M«*fft^M V^f^7;V5 A (16ml) 
TU ^iilWI#Lfco -78°Ct:\ RJESifcK.* * ^ -;V^Unx., IN 

77^ - (^od*m : ^ ^y-;v=95 : 5^90 : 10) ctilL, 2-t^vt°nyy 
>-l--f ;V-T-b h 7^ft K (I20mg) ^fcfetfMt'Mt LT»fc 0 

X H NMR (300 MHz, CDCls) <? ppm: 2.04-2.20 (2H, m), 2.46 (2H, t, J = 8.2 Hz), 3 
.47 (2H, t, J = 8.2 Hz), 4.17 (2H, s) , 9.61 (1H, s) 
[0 18 0] 
[ft 5 6] 




[0181] 

(2) 2-i^Vfo'Jy>-l-^JV-7-tF7^ft K (I20mg) . ^jffiffi 1 2 - (4 
) T^jSLfcl-^>7fT7-^-6-0-2- (4-^f;vf77-;v-2-^f;i/ 
) _ji^y_i 7 2-v^-> (230mg) Wf^7tFn77> (10ml) iffifiFfc, S£@j?T> 

^e-^i, (640mg) <d*9J-*' (5.0ml) ?ffifc*;bn;U £ffi^i.5i*ro«#Lfco KBifc 
fc*fitfD#tHbfc*?- h'J^A £ ira x. , «f^n^ ^n*w "C20 W ffi L 0 Mil 

Tit^^^tm Chromatorex) A 7 A^n7f/77^ (fj=^f- ?nn^;H 
: ^ ^ / -;v = 90 : 10) KTiflMWIL Slt H 3 H (^nn*/i/A-RsBfcx.f-/i>-n-^*-1J-> 
) U 1- [5-^>7f77-;V-6-^V-4- ;Vf 77-;V-2-'f ;V) -1H 

->f 5 ^v*-;v-2--f \£uy i?>-2-*> (I6img) £$m-feS-5fct^Jf ( 

]K£ : 209.5 - 210.5*0 fc Lt#fco 

X H NMR (300 MHz, DMS0-d6) «5 ppm: 1.90-2.05 (2H, m), 2.25-2.33 (2H, m) , 2.33 ( 
3H, s), 3.43 (2H, t, J = 7.2 Hz), 4.50 (2H, s), 7.15 (1H, d, J - 1.1 Hz), 8.08 ( 
1H, brs), 8.13 (1H, d, J = 8.4 Hz), 8.81 (1H, brs) , 9.43 (1H, s) , 12.82 (1H, br) 
[0 18 2] 

$mw 1 8 

tB|E4# 2005-3018752 
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\ 32/ 



it-km 197 <d &m 

[0183] 
lit 5 7 ] 




10 18 4] 

(1) 7^miti~ Y 0 * A (181mg) ON, N-y7f;i/*iVA75 F (5.0ml) ^lili: 
. Stt£T\ f^tV*'Jy>-2-i> (331mg) 20^»L*r o iftfc^T, 

2--7^n^ac b ^r->^ ^;v^<>Hf > (l. lig) ON, N-y^f )^)V^7 5 F (3.0ml) 

&Ltz 0 m®m*i&*&wt'*r**sV2*T?nm®., mmz^^Ltzo »y'j*^* 

7A^7^-77^ - (n-^-^r+h^ I gtm^^^ = 2 : 3) CtSSL, 3- (2-^?> 

^;v^->^f-;v) t^t'/'Jy^^-tv (28lmg) ^tefefili^Ki: LT#fc 0 

J H NMR (300 MHz, CDCh) £ ppm: 3.46-3.52 (2H, m), 3.63-3.72 (4H, m) , 4.25-4.3 
4 (2H, m), 4.53 (2H, s) , 7.27-7.40 (5H, m) 
[0 18 5] 
[it 5 8] 




[0 18 6] 

(2) 3- (Z-^y'Jfrt* *^-9-VV ^>-2-*> (278mg) 

(10ml) 20%-^7yvAtKnJryF (138mg) ^Jn£. yjc^^llI^T. ^^2B# 

h^?7>f - no*M : ^ * y -;l/ = 90 : 10) CtfSL, 3- (2-tFnJfy 
-^f- ;V) * V 0 v y-2-*> (I44mg) t L xntZo 

1 H NMR (200 MHz, CDCh) <5 ppm: 2.29 (1H, br) , 3.39-3.47 (2H, m), 3.64-3.77 ( 
2H, m), 3.78-3.89 (2H, m) , 4.30-4.43 (2H, m) 
[0187] 
lit 5 9 ] 

O 

x 



[0 18 8] 

(3) 3- (2-tKnJpyxf jv) t^tV'Jy>-2-t>' (144mg) ©y'^nn^ 
(5.0ml) SattDess-Martintt* (516mg) %UU7L, SfiTll*|lllil#Lfc, 
®* U SfMtiff =bT ffi*&fii<Z> (2- * V * ^ /'J V > -3- /U) T -fe h T M. K 
Sr»fco (2-t^Vt^fyjy>-3-^V) 7*h7;i/ftK, »12- (4) 
-c-g-j&Lfc l -^>v*f7v-jv- 6 -^f;v- 2 - (4-^f;vf7/-;i/- 2 JiO 



mtE# 2 005-3018752 



#11 2004-344307 



^-v: 33/ 



-3.9 y- l , 2-v^"> (286mg) Of h?tKn77> (10ml) ftglrv 
^-^A (771mg) <n*9J-fr (5.0ml) i&tfcfcflllx.. lST'2SFII#Lfco KBUK 

3M*5£^ttt£ Chromatorex) A7A^n7H'77^ - (^nn^;VA^^nn*;VA : 
j *r j -;v = 95 : 5) SlSi (^ * / i»-^f ^-n-^^f >) U 

3- [ 5 -^> , /f-7 , /-^-6-'f /P— 4 - (4-^f;Vf7 , /-;V-2-'f^) -1H 

- >f 5 ^* y - ;v - 2 - * ;v ^ f ;w] t^t/'jy>-2-t> (I49mg) * m&ffiMW&o K 

(HufiC : 232. 0-233. Or) Ltftfc, 

J H NMR (300 MHz, DMS0-d6) <5 ppm: 2.34 (3H, s), 3.60-3.68 (2H, m), 4.28-4.36 ( 
2H, m), 4.49 (2H, s), 7.16 (1H, d, J = 0.9Hz). 8.08 (1H, br) , 8.14 (1H, d, J = 8 
.4 Hz), 8.83 (1H, br), 9.44 (1H, s), 12.93 (1H, br) 
[0189] 

mmm 1 9 

itte® 8 2 O^ 
[0 19 0] 
Ut 6 0 ] 




[0191] 

(1) ^Ut^yV-1 (45%3fc»tfc, 2.36g) , «12 - (4) T'frJ&Lrt: 

i-^>v'f7v-;v-6-^^-2- (4-^f;vfT > /-^-2-^;v) 

1, 2-v^"> (2.0g) Of h 9 ^ 5 > (60ml) ?#f&^ f|-Bfe7 ? A (5.35 

g) c^^^y-;V (40ml) igifcfcflnx., ISt-12B|FilWL/:o KJfciftfcRsHfe^f 

-^^r^f> : g^;r.f-/u = 5 : 5—3 I 7—1 I 9) , ^V^NHiBlVJ ijtffr (s±~>V ~>7ft 
^^5£^tt$& Chromatorex) *7A?n?f;-77^ (^nn^jVA : ^^7-^ = 50 
: 1) fcTSfi|»&, MiH (ftlxffl'-n-A^t^ U if^ 5-^> , /f7 7- 
;v-6--f;v-4- (4-^f^f7v*-;v-2-'f;v) - lH-^f 5 2 

^vV-h (l.Olg) (fift^C : 238. 5-239. 0°C) t LT#fc 0 

X H NMR (300 MHz, DMS0-d6) 8 ppm: 1.37 (3H, t, J = 7. 1 Hz), 2.31 (3H, s) , 4.4 

0 (2H, q, J = 6.8 Hz), 7.24 (1H, s) , 8.03 (1H, d, J = 8. 7 Hz), 8.14 (1H, d, J = 

8.5 Hz), 8.74 (1H, s), 9.48 (1H, s) , 14.02 (1H, s) 
[0192] 



ffifIE# 2005-3018752 
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^-'J : 34/ 



Me 



N 




[0193] 



(2) TMt'fk 'Jf-^ATJK- 1 )^ (134mg) h 7t Fo77> (30ml) »IS$C 

, -40°c^\ 5-^> % /fry-Ji/-6-^v-4- (4 f-;i^T 2 

- lH-^5r/-;V-2-*;V^yl/-F (700mg) Onx, 0°C^&& £ "C 
??)i:ot:-e30^F4WL7to RJM^2N-l»7XvM£7jn;U 5#W*#Lfc 0 

/57^- (^nD^jVA : p< ^y-;v=20 : l— 10 : 1) £-c*t»&, WISH (*nn* 

f;i/f77-^-2-^v) - lH-'f 5 ?v*-)V- 2 --f ;v] y^y-;v (309mg) 
»fe»*^W5t (»J& I 222. 0-223. 0°C) £#/t 0 

*H NMR (300 MHz, DMS0-d6) 8 ppm: 2.34 (3H, d, J = 0.8 Hz), 4.53 (2H, s), 5.50 
(1H, brs), 7.15 (1H, d, J = 0.9 Hz), 8.05-8.18 (2H, m), 8.87 (1H, brs) , 9.43 (1 
H, s). 12.80 (1H, br) 
[0 19 4] 

mmm 2 0 
ik&m 1 9 8 <o&j& 

[0 19 5] 

ute 2] 



(2) t*MLf;[5-^>v i f7y-;v-6-^v-4- 
r V- ;v - 2 - 4 )v) - 1 H— -< 5 ;v - 2 - -f ;v] > * J - (239mg) , mtm (I) 

(7mg) „ fcf'jv^ (1.0ml) ©h^x> (2.0ml) xfjW7y7^1 (57m 

g) fcflnx.^ 50*CT2l^wa#Lfco RJ&tfcfc**iU;^ * n n*;VAT?*flffl Lfco 

y>*7A^D-7h^77{- nn^A : * * y -;v = 30 : 1) KTIMM^ 

^•7 7-^-2-^1/) - ^-^5^7-^-2-^^^^^ xf;v*;i/;s7 - f (15 
lmg) «r*Sfe»*4fc%R (M : 144. 0-145. 0*C) kLTftt 

: H NMR (300 MHz, DMS0-d6) 8 ppm: 1.04 (3H, t, J = 7.2 Hz), 2.34 (3H, s) , 2.99-3 
.12 (2H, m), 5.04 (2H, s) , 7.18 (1H, d, J = 0.8 Hz), 7.34 (1H, brt, J = 5.7 Hz), 




[0 19 6] 



tBfiE#2 005-3018752 



JRMH 2004-344307 



^~-J : 35/ 



8.03-8.20 (2H, m), 8.90 (1H, brs), 9.45 (1H, s), 13.06 (1H, brs) 
[0 19 71 

m.1MM2 1 

[0 19 8] 
[4b 6 3] 




[0 19 9] 

(1) 5-7 , nt?;Vy'tKn7 7>-2-t> (1.50g) ©f^x> (30ml) Ml:, fi^S 
#H^,T, -701C-C1.02M/ h ^^y^WL<Di^MitV A vyfA^7^5 -«7 A (23.4ml) 
£5053*|HWtTflrFU -eo £ $ -70°CT-1B#^ W$ Lfco -70*CT?, JElSflSt^^^y- 
;V (3.0ml) SriHlx., -ejfcg bfc 0 10% * J^gfckiSiftfctJniU 553" H 

* v 9 A ^%tm&, W L, £ ^ V * *7A^nvf777^ (n-^ 

I ftK^f-^=90 : 10— 80 : 20) KTHMttU 5-7"nt°;Vfh7t Fn7 5>-2 
-?i--)l< (440mg) *r*Sfe^<»Jtfc LT#7c 0 
X H NMR (300MHz, CDCls) S ppm: 0.9-0.98 (3H, m), 1.29-2.21 (7H, m), 2.45-2.56 
(1H, m), 3.94-4.26 (1H, m), 5.41-5.60 (1H, m) 
[0 2 0 0 ] 
Ut 6 4 ] 




[ 0 2 0 1 ] 

(2) mMffll2- (4) T'MLfc 1 - ^>7'f 77-^ - 6 - -f JV- 2 - (4-*f 
^f77*-;V- 2 - -f ;V) — .x^ y- 1 , (741mg) „ 5- "fu tf JVr b 9 t K 

n75>-2-t-^ (435mg) Of h9t KD79> (25ml) ^fT^^-^A 

d.98g) <o*9J*-fr (i8mi) m&*m?L, mux-i3mmmwLtzo 

: * *? ; -;v=40 : D CTfliRLfc, >rti£ ^ * ; -/wcjffj&S*, KMk/Wftk^ 
M^li, TOfH * ^ -;i/-Sixf )V) L> 1- [5-^>Vf 

7V'-iP-6-^l/-4- (4-7f;Pf 77"-^-2-^;V) — 1H— ^ 5 ^V— — 2 — 
-^*-9-^-3-*-/l/<OifcBfett (165mg) «r*R-fe»5fe«i»K (jttjA : M'I£<9*:J6 

J H NMR (300MHz, DMS0-d6) * ppm: 0.82-0.96 (3H, m), 1.25-1.49 (4H, m), 1.70-2 
.09 (2H, m), 2.33-2.48 (3H, m) , 2.90-3.29 (2H, m) , 3.51 (1H, m) , 7.37 (1H, s) , 7 
.84 (1H, dd, J = 8.5, 1.8 Hz), 8.29 (1H, d, J = 8. 5 Hz), 8.61 (1H, d, J = 1.7 Hz 
), 9.58 (1H, s) 
[0 2 0 2] 

mmm 2 2 

mm 2005-3018752 



#11 2004-344307 



^-v: 36/ 



0 1 O-g-jjfc 
[0 2 0 3] 
[ft 6 5] 




[0 2 0 4 ] 



mW.M2 1- (2) ~(?&f&Lfzl- [5-^>V*fT7*-^-6--fiV-4- (4-^f- 
;Vf7 , /-JV-2-^il') -lH-^f 5 W-)P-2-4 ;>] ^r+h y -3- * - ^ (342m 
g) ©y^nnpi^> (7.0ml) Dess-Mart infill (400mg) £JPx., ^M"t?2B#W}fc*$ 

- (n-^^^f> : i£m^^=i : 1—3 : 7— l : 9) Wt.lt. (fW^^-n 

-^x^>) l, i - [5-^> Vf-T v'-;v- 6 -4 ;v-4- (4-^f;vf77-;i/- 
2-f;V) -lH--f 5 ^/-;V-2---r;V] -^^r^>-3-^> (225mg) tas^®*** 
»K (II* : 145. 0-146. 0°C) t U#fco 

J H NMR (300 MHz, CDCls) 5 ppm: 0.93 (3H, t, J = 7.4 Hz), 1.58-1.71 (2H, m) , 2 
.44 (3H, d, J = 0.9 Hz), 2.44-2.50 (2H, m) , 2.95-3.11 (4 H, m) , 6.72 (1H, d, J = 
0.9 Hz), 7.86 (1H, dd, J = 8.5, 1.8 Hz), 8.16 (1H, dd, J = 8.5, 0.6 Hz), 8.48 ( 
1H, br), 9.03 (1H, s) 
[0 2 0 5] 

mmm 2 3 
it^m 7 3 <d&!& 

[0 2 0 6 ] 
lit 6 6 ] 



2-7*f;V75/x^;-;i/ (3.00g) W^nnWA (30ml) Sffl"C^~tert- 
7f^y*-^-h (5.87g) SrSTFU lfitl5^f«L/:o ##*S*U tert 
-y^-fr 2/ ;w (6. lOg) Sr^SfeM^WK £ b 

J H NMR (300 MHz, CDCls) 3 ppm: 0.93 (3H, t, J = 7.3 Hz), 1.22-1.56 (13H, m) , 
3.22 (2H, t, J = 7.3 Hz), 3.38 (2H, t, J = 5. 1 Hz), 3.69-3.80 (2H, m) 




[0 2 0 7 ] 



[0 2 0 8 ] 



tbfE# 2005-3018752 
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^-v: 37/ 



[it 6 7] 



HO 




[ 0 2 0 9 ] 



(2) ~f?-)l>- (2-t Kn^yxf # - h (l.OOg) <DV9u 

u*9V (20ml) ^fi-CDess-Martintt* (2. 15g) *tnx.. gfiT?15#W W 

jr. if- = 80 : 20-^75 I 25) |:tftlL^ tert-^^V * ;V 

^pt-h (755rag) fcfefeflW&Ki: LT#7t 0 

X H NMR (300 MHz, CDCls) <? ppm: 0.93 (3H, t, J = 7.2 Hz), 1.20-1.55 (13H, m) , 
3.19-3.36 (2H, m) , 3.82 (1H, s), 3.92 (1H, s) , 9.58 (1H, s) 



(3) mmMl2- (4) t^Lfc l 77-;V- 6 - ^ ;V- 2 - (4-^ 

;i/f7V-^-2-'f;V) 2-v^"> (750mg) , tert 

- (2-^V^f-;V) ^;V/s"^-h (728mg) (7)rf7kFn77> (30ml) i&ifclw, M£ 
BRT^-** (2.00g) (20ml) J&ifcfcjnx^ Sffl"Cl^HiJI^Lfeo 

: I£@£x.^;v = 80 : 20^50 : 50) i:tiSt> tert -7*^)l> [5-^>V*f 7V-JV-6 

_^ ;V _4_ ( 4 _^ f^f77-^- 2 ->f ;v) -iH--f 5 ^/-;v-2--f 
■7^;V7>;w^-h (862mg) *m&&ftZWMt LT#/; 0 

X H NMR (300 MHz, DMS0-d6) 5 ppm: 0.88 (3H, t, J = 7.2 Hz), 1.20-1.59 (13H, m) 
, 2.34 (3H, s), 3.29 (2H, brs) , 4.46 (2H, brs) , 7.14 (1H, s) , 8.02-8.18 (2H, m) , 
8.86 (1H, brs), 9.43 (1H, s), 12.73 (1H, brs) 
[0 2 12] 

nmm 2 4 
it&m 7 4 <D&m 

[0 2 13] 
lit 6 9) 



[0 2 10] 
Kb 6 81 



H 




[0 2 11] 
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^-v: 38/ 



10 2 14] 

mmin2 3- (3) X~&$.L?ztert --f*fr [5-'«J'7fT , /-A'-6-'f^-4- 
(4->f;vf7V-^-2-^jv) -1H-^ 5 ^v*-;v-2-^f ^> -f-jv] y-f-fr-tjfr 
(0.875g) 010%^/^^^-^ (10ml) ^"e4BtM#LfCo R 

JCSifc^N-ffllfc/S?**"^ (1.0ml) ^tn^s !St$^i:30S-FWL/: o 

_^ ; v-4- (4-^fiVf7V-;v-2-'f;i') -1H--T 5 ^v*-;v-2--f 

(730m g ) «:*i'fe»5K«WK : m.m&<v-fcz>m%?FM) *n 

! H NMR (300 MHz, DMS0-d6) 8 ppm: 0.91 (3H, t, J = 7.4 Hz), 1.31-1.45 (2H, m) , 
1.62-1.75 (2H, m), 2.38 (3H, d, J = 1.1 Hz), 3.00-3.15 (2H, m) , 4.32-4.41 (2H, 
m), 7.25 (1H, d, J = 0.9 Hz), 8.12 (1H, dd, J = 8.7, 1.8 Hz), 8.19 (1H, dd, J = 
8.7, 0.6 Hz), 8.94 (1H, d, J = 1.2 Hz), 9.49 (1H, s) , 9.69 (2H, brs) 
[0 2 15] 

mmm 2 5 

7 8 <75 ^Jt 
[0 2 16] 
[it 7 0 ] 




[0 2 17] 

(1) tf^V fr* ?J-fr (2.00g) (OW&L*-* & (20ml) -f-Y^KWy 
*7> (10ml) O'M&mt^, V -tert-~??- fry* h (4. 17g) SriDx., ^S"C 

t e r t - 7" f ;v 4 - t K n y > f ;V tf ^ ' J y > - 1 - ^ ;> * ^ ^ v 1/ - f (4.06g) *W 

J H NMR (200 MHz, CDCh) 5 ppm: 1.02-1.82 (5H, m), 1.46 (9H, s), 2.59-2.81 (2H, 
m), 3.43-3.59 (2H, m), 4.02-4.23 (2H, m) 
[0 2 18] 
Ut7 1] 

[0 2 19] 

(2) tert-ff-fr 4- t Kn^y^f;VtVj y>-l-*il/^y h (4. OOg) <7> 
v?^nn^^> (40ml) Dess-MartinttSS (7.89g) Srinx., ^^T'1.5RfP^W 

L 7t o * *fcfa»Bfe*7 ^ * A T»f£'M:, M * L o £ > V * * 

7A^07h/57^- (n-^dr-9-^ : B^^^;v=2 : 1->1 : 1) CTiiL, tert- 
fr 4- * ;v 5 fr tf^? 'Jy>-l-*myV-f (2. 43g) fcMiSflttfJC fc L T# 

mtE#2 005-3018752 
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^-v: 39/ 



fco 

X H NMR (200 MHz, CDCb) * ppm: 1.46 (9H, s), 1.38-1.99 (4H, m), 2.41 (1H, m) , 
2.83-3.03 (2H, m) , 3.87-4.08 (2H, m) , 9.66 (1H, s) 
[0 2 2 0] 
[it 7 2} 




[0 2 2 1 ] 

(3) Hi 1 2 - (4) -C-g-J&L/t 1 -^>V^TV~)V- 6 -4^- 2 - (4-^f- 
;Vf7y-;V-2-^l/) -j^ >- 1 , 2-v^> (2.00g) , tert--7'^;v 4-^;^ 
5 ;vt°^'J yv-i-*myl/- h (2.22g) ©f h5tKn7?> (70ml) fcFifcfc, 
S|7>^-^ (5.35g) <75^^7-;V (35ml) *#$t££nx., ^^T'15B#^it^ Ltz 0 

: ^ ^ y -;v = 50 : 1^20 : 1) CtilL, tert -r^;v 4- [5-^>v*f7-/ 
6 ;v-4- (4 ^;i/^T x /-;v- 2 --f;v) -1H- -f 5 V/~)V-2- 4 ;v 

] \£s<V V>-l-% )Vtf*r*sV- Y (3.27g) feif tit LT#/t 0 

J H NMR (200 MHz, CDCb) £ ppm: 1.47 (9H, s), 1.67-2.17 (4H, m), 2.43 (3H, d, 
J = 0.9 Hz), 2.76-3.09 (3H, m) , 4.13-4.33 (2H, m) , 6.68 (1H, s) , 7.85 (1H, dd, J 
= 8.6, 1.5 Hz), 8.17 (1H, d, J = 8.4 Hz), 8.30 (1H, s), 9.02 (1H, s) 
[0 2 2 2 ] 
HJfefll 2 6 
itte® 7 7 <D&f& 
[0 2 2 3 ] 
Ut7 3] 




[0 2 2 4] 

(3) T^^Lfctert -"7*$/ 4- [5-^>'/f 77*-;V-6-^^ 
-4- (4-pif;i'f7y'-^-2-^iV) -lH-'f 5 ^y*-;v-2- ;w] tf^yyy- 

l-$> fryg^i/V- Y (2.00g) (20ml) jffiftfc:, A^-MM/WW.*-"}- ^ (1 

0.4ml) £#tl;L> £SLTlB#l«k 5O o CT'1.50f-P^WL7^o RJCS**^nn*^AT?*3W|fe 

Lito iSWy'J*^> (a±v V v Tjt^tt^ttM Chromatorex) ^5A7n7 
h ^9 7 ^ - n : ^ * / -;i/ = 50 : 1—20 : 1) ^-cfllSHSfe, #I£ H H H (WWl*. 

L, 4- [5-^>yf7V-^-6-'f^-4- (4-^f;l/f77-^-2-^ 
;v) — 1H— ^ ^v*-;v-2--f ;V] t>Vy> (793mg) £&£«5frbc%« (M* : 199. 
5-200. 5°C) tLXntz 0 

£BfE# 2005-3018752 
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J H NMR (300 MHz, CDCh) S ppm: 1.76-2.17 (4H, m), 2.45 (3H, d, J = 0.9 Hz), 2 
72-2.85 (2H, a), 3.02 (1H, m). 3.20-3.32 (2H, m), 6.68 (1H, brs) , 7.85 (1H, dd, 
J = 8.5, 1.7 Hz), 8.17 (1H, dd, J = 8.5, 0.3 Hz), 8.32 (1H, br), 9.03 (1H, s) 
[0 2 2 5 ] 

nmirzmm-itm^rmmin 1 ~ 2 6 tmrnvrntzft^, su t^L3t-fb#w*»^ 

[0 2 2 6 ] 
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SE1 











1H-NMR 










(300 MHz, DMSO-d6) <5ppm:6.11 (2H, 
s>, 7.07 (1H, d, J = 7.9HzX 7.52 (1H, bd, J 
= 7.9Hz), 7.61-7.72 (2H T m), 7.81 (1H T d f 
J a 3.4HzX 7.98 (2H, d, J = 8.4Hz), 8.27 
(2H, d, J = 8.4Hz) r 13.10 (1H, bs) 








248,0-249,0 


(300 MHz, DMSO-d6) fippm: 6.11 (2H, 
s), 7.06 (1H, d, J = 7.8Hz), 7.43 (1H, bs), 
7.53 (1H, bd, J = 7.8Hz) f 7.60-7.70 <2H, 
m), 7.80 (1H, d f J ~ 3.3Hz), 7.93-8.07 
(3H. m), 8.16 (2R d, J = 8.2Hz), 12.90 
(1H, bs) 










(300 MHz, DMSO-d6) tfppm: 7.65 (1H, 
m), 7.92 (1H, d, J = 3.3Hz), 8.02 (2H, d, J 
» 8.2Hz), 8.08 (1H f d. J = 3.3Hz), 8.24 
(1H, m), 8.46 (2H, d, J = 8.2Hz), 8.75- 
9.00 (2H, m) 




Vn 




255,5-256.0 


(300 MHz, OMSO-d6) <5ppm: 7.34-7.48 
(2R mX 7.77 (1H t d, J = 3.3Hz), 7.88- 
8.10 (5H t m), 8.25-8.40 (2H, m), 8.74 (1 H T 
d, J = 4.0Hz), 9.05 (1H, m), 13.41 (1H, bs) 










(300 MHz, CDCI3) <Sppm: 1.69 (3H, d, J 
= 6.5HzX 5.19 (1H, q, J = 6.5HzX 6.02 
(2H, sX 6.89 (1H, d, J = 8.4HzX 7.13-7.23 
(2H, rn), 7.34 (1H, s) t 7.72 (2H, d f J = 
8.7Hz), 8.04 (2H, d, J = 8.7Hz), 10.64 (1H, 
bs) 








140.0-148.0 


(300 MHz, DMSO-d6) <Sppm: 1.47 (3H. 
m), 4.95 <1H, m) # 5.95-6.28 (3H, m), 6.93 
(1H, mX 7.13-7.45 <3H. m), 7.68 (1H, m), 
7.90-8.05 (3H, m), 8.15 (2H, d, J = 
8.1Hz), 12.72 (1H. m) 








153.0-159.0 


(300 MHz, DMSO-d6) Sppm: 2.57 (3H, 
sX 6.07 (2H, s), 7.02 (1H, bs) t 7.25-7.47 
(3H, m), 7.94-8.05 (3H, m), 8.17(2H, d, J 
e 8.5Hz) r 8.26 (1 H. sX 1 2.85 (1 H, bs) 



[0 2 2 7] 
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[St2] 




(300 MHz. DMSO-d6) <Sppm: 2.36 (3H. 
s), 6.10 (2H. s), 7.06 (1H, d, J = 7.6Hz), 
7.20 (1H, s). 7.55 (1H. bd. J = 7.6Hz), 
7.73 (1H, bs), 7.97 (2H. d, J = 8.3Hz), 
8.26 (2H, d, J = 8.3Hz), 13.05 (1H. bs) 




276.0-277.0 



(300 MHz, DMSO-d6) 8 ppm: 2.36 (3H, 
s), 6.10 (2H. s). 7.05 (1H, d, J = 8.1Hz), 
7.18 (1H, s). 7.42 (1H. bs), 7.58 (1H, bd. J 
= 8.1Hz), 7.75 (1H, bs), 7.94-8.08 (3H, 
m). 8.15 (2H, d, J = 8.2Hz), 12.87 (1H, bs) 




(300 MHz, DMSO-d6) 8 ppm: 1.26 (3H, t, 
J = 7.6Hz), 2.71 (2H, q, J = 7.6Hz), 6.10 
(2H, s), 7.05 (1H, d, J = 8.1Hz), 7.21 (1H, 
s), 7.58 (1H, bd, J = 8.1Hz), 7.80 (1H, bs), 
7.97 (2H, d, J = 8.4Hz), 8.26 (2H, d, J = 
8.4Hz), 13.05 (IH.bs) 




259.5-261.5 



(300 MHz, DMSO-d6) 8 ppm: 1.26 (3H, t, 
J = 7.5Hz), 2.71 (2H, q. J = 7.5Hz), 6.10 
(2H, s), 7.05 (1H, d, J = 8.1Hz), 7.19 (1H, 
s), 7.42 (1H, bs), 7.59 (1H, bd. J = 8.1Hz), 
7.82 (1H, bs), 7.99 (2H, d, J = 8.2Hz). 
8.04 (1H, bs), 8.15 (2H, d, J = 8.2Hz), 
12.87 (1H, bs) 



Br 



(300 MHz. DMSO-d6) 8 ppm: 6.12 (2H, 
s), 7.08 (1H, d, J = 8.4Hz), 7.49 (1H, bd, J 
= 8.4Hz), 7.63 (1H, bs), 7.75 (1H, s). 7.97 
(2H, d, J = 8.2Hz), 8.25 (2H, d, J = 8.2Hz) 




273.0-275.5 



(300 MHz, DMSO-d6) 8 ppm: 6.12 (2H, 
s), 7.08 (1H, d, J = 8.4Hz), 7.38-7.53 (2H 
m), 7.63 (1H, bs), 7.74 (1H, s), 7.99 (2H, 
d, J = 8.2Hz). 8.04 (1H, bs), 8.14 (2H, d, J 
= 8.2Hz), 13.03 (1H,bs) 




(300 MHz, CDCI3) 6 ppm: 2.74 (3H, s), 
6.01 (2H, s), 6.88 (1H. d, J = 7.8Hz), 
7.14-7.24 (3H, m), 7.70 (2H. d, J = 
8.7Hz), 8.05 (2H, d, J = 8.7Hz) 



[ 0 2 2 8] 
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(300 MHz, CDCI3) <Sppm: 2.76 (3H, s), 
6.01 (2H, s), 6.89 (1H, d, J = 8.4Hz), 
7.15-7.25 (3H, m). 7.89 <2H, d, J = 
8.7Hz), 8.04 (2H, d, J = 8.7Hz) 




295.0-295.5 



(300 MHz, DMSO-d6) Sppm: 2.34 (3H, 
s). 7.24 (1H, s), 8.00 (2H, d. J = 8.5 Hz), 
8.10- 8.37 (4H, m), 8.86 (1H, brs), 9.48 
(1H,s), 13.33 (1H, brs) 




283.5-286.0 



(300 MHz, DMSO-d6) Sppm: 2.35 (3H, 
s), 7.21 (1H, s), 7.34 (2H, dd. J = 8.9, 8.9 
Hz). 7.98 (2H, d, J = 8.3Hz), 8.08 (2H, m), 
8.28 (2H, d, J = 8.3Hz), 13.20 (1H, bs) 



it&®1 8 




281.0-281.5 



(300 MHz, DMSO-d6) Sppm: 2.35 (3H, 
s), 7.19 (1H, s), 7.34 (2H, dd, J = 8.6, 
8.6Hz). 7.43 (1H, bs), 7.94-8.24 (7H, m), 
13.02 (1H,bs) 




205.5-208.0 



(300 MHz, CDCI3) tfppm: 2.39 (3H, d, J 

0.9Hz), 6.00 (2H, s), 6.60 (1H, d, J = 
0.9Hz), 6.84 (1H, d, J = 7.9Hz), 7.15 (1H, 
dd, J = 7.9, 1.7Hz), 7.19 (1H, d, J = 
1.7Hz) 



<t-&®20 




169.0-173.0 



(300 MHz, DMSO-d6) (Sppm: 2.09 (3H, 
s), 2.34 (3H, d, J = 0.9Hz), 6.07 (2H, s), 
6.98 (1H, d, J = 8.2Hz), 7.13 (1H. d, J = 
0.9Hz), 7.45 (1H, dd, J = 8.2, 1.7Hz), 7.78 
(1H, d, J = 1.7Hz), 1 1.28 (1H, bs). 1 1.76 
(1H, bs) 



fc£&21 




Me 



(300 MHz, DMSO-d6) Sppm: 0.93 (3H, t 
J = 7.3Hz), 1.63 (2H, qt, J = 7.3, 7.3 Hz), 
2.28-2.41 (5H, m), 6.07 (2H, s), 6.98 (1H, 
d, J = 8.1Hz). 7.12 (1H, s). 7.46 (1H, bd, 
J = 8.1Hz), 7.79 (1H, bs), 11.25 (1H, bs), 
11.78(1H, bs) 



[ 0 2 2 9 ] 
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[3fe4] 

m («#> 



ib-Stozz 




223.0-225.0 



(300 MHz, DMSO-d6) 8 ppm: 2.36 <3H. 
s), 6.08 (2H, s), 7.01 (1H, d, J = 8.2Hz), 
7.15 (1H, d, J = 1.1Hz). 7.48-7.68 (4H, 
m), 7.83 (1H, bs), 8.09 (2H, J = 8.5Hz), 
11.57(1H, bs), 12.21 (1H. bs) 



it-0smZ3 




N NHj 



(300 MHz, DMSO-d6) d ppm: 2.34 (3H. 
d. J = 0.9Hz), 3.71 (2H, s), 6.07 (2H. s). 
7.00 (1H, d, J = 8.2Hz), 7.10 (1H, d, J = 
0.9Hz), 7.47 (1H, dd, J = 8.2, 1.7Hz), 7.75 
(1H,bs) 



it&mz* 



181.0-184.0 



(300 MHz, DMSO-d6) d ppm: 0.88 (3H f t, 
J a 7,4Hz), 1.54 (2H, qt> J ~ 7.4, 7.4Hz), 
2.12 (2H, tJ = 7.4HzX 2.34 (3H, s), 4.31 
(2H, d, J = 5.4Hz), 6.07 (2H, sX 7.00 (1H, 
d, J = 8.1 HzX 7.12 (1H, d, J = 0.8Hz), 
7.47 (1H t bsX 7.77 {1H r fosX 8.30 (1H, t, J 
= 5.4HzX 12.45 (1H t bs) 




217.5-219.0 



(300 MHz, DMSO-d6) $ ppm: 2.34 (3H, 
sX 4.55 (2H, d, J = 5.4HzX 6.07 (2H, sX 
7.00 (1H, d, J = 8.1HzX 7,11 (1H, sX 
7.42-7.59 (4H, mX 7.77 (1H. bs). 7.92 
(2H f d, J ~ 8.4Hz). 8.32 (1H, t, J = 5.4Hz), 
12.51 (1H, bs) 




OMe 



165.5-169.5 



(300 MHz. DMSO~d6) 5 ppm: 2.34 (3H. 
s). 3.42 (2H, s), 3.72 (3H, s), 4.31 (2H, d, 
J = 5.3HzX 6.07 (2H t s). 6.85 (2H, J = 
8.6Hz). 7.01 (1H. d. J = 8.2HzX 7.13 (1H t 
d, J = 0.9HzX 7.22 (2H, J = 8.6Hz). 7.48 
(1H, dd. J ~ 8.2, 1.7Hz), 7.78 (1H, d, J = 
UHzX 8.53 (1H, t, J = 5.3HzX 12.48 (1H, 
bs) 




155.5-157.5 



(300 MHz, CDCI3) 6 ppm: 2.44 (3H, d, J 
= 0.9Hz), 2.91 (2H, t, J = 5.9HzX 3.18 
(2H, t, J = 5.9Hz), 6.00 (2H, s), 6.70 (1H, 
d, J = 0.9Hz), 6.86 (1H, d, J = 8.1Hz) f 
7.24 (1H, dd J = 8.1, 1.7Hz), 7.36 (1H. d, 
J = 1.7Hz) 




148.0-150.0 



(300 MHz, DMSO-d6) d ppm: 0.83 (3H, t, 
J a 7.4Hz), 1.50 (2H, qt, J = 7.4, 7.4Hz) f 
2.04 (2H, t, J = 7.4Hz) r 2.34 (3H, s), 2.79 
(t, J = 7.3Hz). 3.42 (2H, td, J - 7.3, 
5.4Hz), 6.07 (2H. sX 7.00 (1H, d, J = 
7.9Hz), 7.10 (1H, s), 7.51 (1H, bd, J = 
7.9Hz), 7.82 (1H, bs), 7.94 (1H, t, J = 
5,4Hz), 12,29 (1H. bs) 



[0 2 3 0] 
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[*5] 




(200 MHz, CDCI3) Appro: 1.90 (2H, tt, J 
= 6.4. 6.4Hz), 2.43 (3H, d,J = 0.9Hz), 
2.84-3.01 (4H, m), 5.99 (2H, s), 6.69 (1H t 
d, J = 0.9HzX 6.84 (1H,d, J -8.1Hz), 
7.26 (1H, dd J = 8.1, 1 JHz), 7.38 (1H, d, 
J = 1.7Hz) 




134.6-138.5 



(300 MHz, GDCI3) <5ppm: 0.96 (3H. t, J 
= 7.4Hz), 1.69 (2H, qt, J = 7.4, 7.4Hz) f 
1.80-1.94 (2H, m), 2.22 (2H, t, J = 7.4Hz), 
2.45 (3H, d, J = 0.9Hz), 2.79 (t r J = 
6.2Hz), 3.40 (2H, td, J = 6.2, 5.9Hz), 5.99 
(2H, s) f 6.03 (1H, bs), 6.72 (1H, s), 6.87 
(1H, d, J b 8.1HzX 7.39 (1H, bd, J = 
8.1Hz), 7.55 (1H, bs) 




N-Me 



(200 MHz, DMSO-d6) <5pprn: 1.82 <2H, 
tt, J ~ 7.7, 6.9Hz), 2.15 (6H, s) ( 2.28 (2H, 
t, J - 6.9Hz), 2.35 (3H, d, J = 0.9HzX 
2.66 (2H t t, J = 7.7Hz), 6.07 (2H, s), 6.99 
(1H. d, J = 8.1 Hz), 7.09 (1H f d, J = 
0.9HzX 7.46 (1H, bd J a 8.1Hz) r 7.75 (1H, 
bsX 12.33 (1H, bs) 




{300 MHz, CDCI3) <5ppm; 1.57 (2H, tt, J 
= 7.4, 7.4HzX 1.86 (2H, tt, J = 7.4, 7.4HzX 
2.42 (3H, d, J = 0.9HzX 2.74-2.86 (4H, 
m), 6.00 (2H, s), 6.68 (1H, d, J = 0.9Hz), 
6.85 (1H, d, J s 8.1 Hz), 7.21 (1H, dd, J = 
8.1, 1.7Hz), 7.28 (1H, bs) 



4b<&&33 




132.0-133.0 



(300 MHz, DMSO-d6) Sppm: 0.83 (3H, t, 
J ~ 7.4Hz), 1.38-1.58 (4H, mX 1.69 (2H, 
tt, J = 7.4, 7.4HzX 2.02 (2H, t, J - 7.4Hz), 
2.34 (3H, sX 2.65 (t. J = 7.5Hz), 3.07 (2H, 
td, J = 7.5, 5.4Hz), 6.06 (2H, s), 6.99 (1H, 
d, J =8.2HzX 7.09 (1H, d, J = 0.9Hz), 
7.50 (1H, bd, J a 8.2HzX 7.77 (1H, t, J = 
5.4Hz), 7.82 (1H, bs), 12.20 (1H, bs) 



fb&$334 




(300 MHz, DMSO~d6) <Sppm: 2.34 (3H, 
d, J = 0.9HzX 6.08 (2H, s), 6.99 (1H, d, J 
= 8.2Hz), 7.21 (1H, d, J = 0.9Hz), 7.48 
(1H, dd, J = 8.2, 1.7Hz), 7.60 (1H, d r J - 
1.7Hz) 




199.5-200.0 



(300 MHz, DMSO-d6) Sppm: 0.89 (3H, t 
J - 7.3Hz), 1.56 (2H, qt, J = 7.3, 7.3 Hz), 
2.34 (3H, s), 3.24 (2H, td, J = 7.3. 5.4Hz), 
6.07 (2H. s), 6.97 (1H, d, J = 8.2HzX 
7.20 (1H. s), 7.45 (1H, bd, J = 8.2Hz), 
7.58 (1H, bs), 8.42 (1H t t, J = 5.4Hz), 
13.45 (1H,bs) 
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222,0-222.5 



(300 MHz, DMSO-d6) 6ppm: 2.36 (3H, 
s), 6.08 (2H, s), 6.99 (1H, d, J = 7.9Hz), 
7.12 (1H, t, J = 7.3Hz), 7.24 (1H, s). 7.37 
(2H, dd. J = 7.5, 7.3Hz), 7.47 (1H r bd, J = 
7.9Hz), 7.60 (1H, bs), 7.85 (2H. J = 
7.5Hz), 10.26 (1H, bs), 13.68 (1H F bs) 




(200 MHz, DMSO~d6) <5ppm: 2.39 (3H, 
d, J - LOHzX 2.81 (2H, t, J = 7.1Hz), 
3.02 (2H, t, J = 7.1Hz), 6.1 1 (2H, sX 7.06 
(1H, d, J = 8.1Hz), 7.23 (1H. d, J = 
LOHzX 7.33 (1H. dd, J = 8.1, 1.5HzX 7.51 
(1H, bs) 




106.5-108.5 



(200 MHz, CDCI3) Sppni: 0.90 (3H, t J = 
7.3Hz), 1.51 (2H, qt, J = 7,3, 7.3 HzX 2.43 
(3H, d, J = 1.1 Hz), 2.66 (2H, m), 3.10 (2H, 
mX 3.24 (2H, td r J = 7.3, 5.4Hz), 5.91 (1H, 
bs), 6.00 (2H, s), 6.71 (1H, d, J = 1.1Hz), 
6.85 (1H, d, J = 8.1 HzX 7.23 (1H, dd r J = 
8.1, 1.8Hz), 7.39 (1H, bs) 




OH 



(300 MHz, DMSO-d6) <5ppm: 1.93 (2H, 
tt, J = 7.4, 7.4Hz), 2.26-2.41 (5H, m), 
2.68 (2H, t, J = 7.4Hz), 6.06 (2H, s), 6.99 
(1H, d, J = 8.2Hz) f 7.10 (1H, sX 7.51 (1H, 
bd, J - 8.2Hz), 7.82 (1H, bs), 12.08 (1H, 
bs), 12.25 (1H, bs) 




75.0-79.0 



(300 MHz, DMSO-d6) fippm: 0.84 (3H, t, 
J = 7.3Hz), 1.40 (2H, qt, J = 7.3, 7.3Hz), 
1.92 (2H t tt, J = 7.6, 7.6Hz), 2.15 (2H t t, J 
= 7.6Hz), 2.34 (3H, s), 2.64 (2H f t, J = 
7.6Hz), 3.00 (2H, td, J = 7.3, 5.4Hz), 6.07 
(2H, s), 6.99 (1H, d, J = 8.1 Hz), 7.10 (1H, 
s), 7.51 (1H, bd, U = 8.1Hz), 7.81 (1H, t, J 
= 5.4Hz), 7.83 (1H, bs), 12.24 (1H, bs) 




(300 MHz, CDCI3) Sppm: 1.82 (2H, m), 
2.05 (2H, m), 2.42 (3H, s), 2.53 (2H, t, J = 
6.8Hz), 3.28 (2H, t, J = 7.8Hz), 6.03 (2H. 
s), 6.89 (1H, d, J - 0.9HzX 6.89 (1 H, d f J 
= 8.1Hz), 7.14 (1H, d, J = 1.7Hz), 7.20 
(1H, dd, J = 8.1, 1.7Hz) 




(300 MHz. CDCI3) Sppm: 0.91 (3H, t, J 
= 7.3Hz), 1.51 (2H, qt, J = 7.3. 7.3Hz). 
1.69-1.91 (4H, m), 2.27 (2H, t, J = 6.4HzX 
2.44 (3H, d, J = 0.9Hz), 2.84 (2H, t, J = 
6.7Hz), 3.21 (2H, td, J = 7.3, 6.1Hz), 5.76 
(1H, bs). 6.00 (2H, sX 6.71 (1H, d, J = 
0.9HzX 6.86 (1H f d, J = 8.1Hz). 7.33 (1H. 
bd, J = 8.1HzX 7.43 (1H. bs) 
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mi o 












(300 MHz, CDCI3) fippm: 1.77-1.97 (4H, 
m), 2.43 (3H r d, J = 1.0Hz), 2.48 (2H, t, J 
= 6.3Hz), 2.89 (2H T t,J = 6.1Hz), 6.00 
(2H, s), 6.71 (1H, d, J = 1,0Hz), 6.85 (1H, 
d,J = 7.9Hz) f 7.10 (1H,t, J = 7.5Hz), 
7.24-7.39 (3H, m), 7.51 (2H, d, J = 
8.4Hz), 7.67 (1H, bs) 


<b£-!&44 


OMe 




174.0-175.0 


(300 MHz, DMSO~d6) dppm: 1.52-1.74 
(4H f m), 2.17 (2H, t, J = 6.1Hz), 2.34 (3H, 
s), 2.65 (2H, t J = 6.5Hz), 3.69 (3H, s), 
4.18 (2H, d t J = 5.9Hz), 6.07 (2H, s), 6.84 
(2H, d, J = 8.8Hz), 6.99 (1H, d, J = 
8.1Hz), 7.09(1 H, s), 7.15 (2H, d. J = 
8.8Hz), 7.51 (1H, bd, J = 8.1Hz), 7.83 (1H, 
bs), 8.25 <1H, t, J - 5.9Hz), 12.22 (1H, 
bs) 


*b^1&45 


Me ^ 






(300 MHz, DMSO-d6) fippm: 1.48-1.75 
(4H, m), 2.09 (2H, t, J = 7.2Hz), 2.34 (3H, 
d, J = 1.0Hz), 2.64 (2H, t, J = 7.5Hz), 
6.07 (2H, sX 6.72 (1H, bs), 6.99 (1H, d, J 
= 8.2Hz), 7.09(1 H, d, J = 1.0Hz), 7.26 
(1H, bs), 7.50 (1H, dd, J = 8.2, 1.7Hz), 
7.82 (1H, d, J = 1.7Hz), 12.21 <1H, bs) 


*b^«J46 


>, 

Ms 






(300 MHz, CDCI3) 5ppm: 2.42 (3H, d, J 
= 1.0Hz), 4.08 (2H, s), 6.71 (1H, d, J = 
1.0Hz), 7.11 (2H, dd, J = 8.8, 8.8Hz), 7.71 
(2H, m) 


lbtM&47 


Me m 






(300 MHz, DMSO-d6) dppm: 0.88 (3H, t, 
J = 7.4Hz), 1.54 (2H, qt, J = 7.4, 7.4Hz), 
2.13 (2H, t, J - 7.4Hz), 2.33 (3H, s), 4.33 
(2H, d, J = 5.4Hz), 7.13 (1H, s), 7.28 <2H, 
dd J = 8 9 8 9Hz) 8 04 (2H m) 8 32 
(1H, t, J = 5.4Hz), 12.58 (1H. bs) 


<(b^48 


V-\J>— 0N 

HCT^ 






(300 MHz, DMSO-d6) (Sppm: 2.35 (3H, 
d. J = 0.8 Hz), 6.85 (2H, d, J = 8.7 Hz), 
7.14 (1H, d. J = 0.9 Hz). 7.84 (2H, d, J = 
8.5 Hz), 7.93 (2H, d, J = 8.5 Hz), 8.24 
<2H, d, J = 8.7 Hz), 9.71 (1H, s), 12.95 
(1H, s) 


4b^&49 






>300 


(300 MHz, DMSO-d6) Sppm: 2.34 (3H, 
s), 6.87 (2H, d, J = 8.7 Hz), 7.14 (1H, s), 
7.42 (1H, brs), 7.85 (2H, d, J = 8.5 Hz), 
7.99 (2H, d, J = 8.4 Hz). 8.04 <1H, brs). 
8.14 (2H, d, J = 8.4 Hz), 9.73 (1H. s). 
12.82 (1H, brs) 
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>300 


(300 MHz, DMSO-d6) Sppm: 2.34 (3H, 
s), 7.22 (1H, s), 7.44 (1H. brs), 8.00-8.20 
(7H, m), 8.87 (1H, brs), 9.47 (1H, s), 13.15 
(1H, brs) 


<b&&51 






210.0-211.0 










217.5-218.0 








HCI 




(300 MHz, DMSO-d6) tfppm: 1.40 (3H, t 
J = 7.6 HzX 2.44 (3H f d, J = 0.9 HzX 3.04 
(2H, q, J = 7.6 HzX 7.36 (1H, d, J = 1.1 
HzX 7.84 (1H. ml 8.29 (1H, mX 8.61 (1H, 
m), 9.58 (1H, s) 


4b£1$J54 






144.5-146,0 




*b^$S55 


"So < 

CO 




155.0-155.5 




4b£r$$556 


_T>-<j 




190.5-191.0 




<b^-«as7 








(300 MHz, CDCI3) Sppm: 0.96 (3H, t, J 
= 7.3 HzX 1.39-1.51 (2H, mX 1.75-1.85 
(2H, m), 2.44 (3H, d, J = 1.1 Hz), 2.81 
(2H, t J - 7.7 HzX 6.69 (1H, s), 7.86 (1H, 
dd, J = 8.5, 1.7 HzX 8.17 (1H, dd, J - 8.5, 
0.5 Hz), 8.39 (1H, s), 9.03 (1H, s) 


<b^&58 




HCI 


212.0-214.5 
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4b^$l59 






239.5-240.5 






-c 








(300 MHz, CDCI3) Sppm: 0.91 (3H, t, J 

= 7.1 Hz), 1.30-1.46 (4H, m), 1.74-1.87 

(2H, m), 2.44 (3H, d, J = 0.8 Hz), 2.79 

OW t .l = 7flH?1 fifi<l(1H 7ftfi(1H 
v^n, l, u — /.o n«>/t u.u!j \ ■ n, o/, /.ou vin, 

dd, J = 8.5, 1.7 Hz), 8.17 (1H, d, J = 8.5 
Hz), 8.38 (1H, s), 9.03 (1H, s) 


<fb£r«361 




HCI 


mm^m 


(300 MHz, DMS0-d6) Sppm: 1.05 (9H, 
s), 2.45 (3H, s), 2.91 (2H, s), 7.36 (1H, s), 

7 8 s 5f1H m\ ft30^1H H J - ft 5 Hrl 

/ ,Ov \ 1 11, III/, O.uw \IIJ, U| O 0«O I 1«C./ T 

8.62 (1H, s), 9.59 (1H, s) 


<b£r4«j62 


, ^ 

{ 


f-ft 

Co-c 


HGI 


207.0-212.0 




*b£"&63 


-< 






180.5-182.0 




-Ib^64 








129.0-130.5 




<b^&65 








195.0-196.5 




4b£-#)66 






HCI 




(200 MHz, DMS0~d6) 6 ppm: 0.87 <3H, t, 
J = 7.5 Hz), 2.01 (2H, m), 2.44 (3H, d, J = 
0.9 Hz), 2.59 (2H, m), 3.05 <2H, m), 5.34- 
5.50 (2H, m), 7.35 (1H f d, J - 0.9 Hz), 
/.ol VIM, dd, *J — o.o, l.o riz,/ T o.oU Un, d, 
J = 8.6 Hz), 8.59 (1H, d, J a 1.3 Hz), 9.58 
(1H. s) 






HCI 




(300 MHz, DMSO-d6) 5 ppm: 0.84 (3H, t, 
J = 6.8 Hz), 1.23 (18H, m), 1.82 (2H, m), 
2.44 (3H, d, J = 0.6 Hz), 2.98 (2H ? t, J = 
7.6 Hz), 7.35 (1H. d, J = 0.9 Hz), 7.84 
(1H, m), 8.29 (1H, d, J = 8.5 HzX 8.61 
(1H, d, J = 1.4 HzX 9.58 (1H, s) 
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&#) 










(300 MHz, DMSO-d6) <5ppm: 2.40 (3H, 
d, J = 0.9 Hz), 7.21 (1H. d, J = 0.9 Hz), 
7.50 <2H, brs), 7.78 <1H, m), 8.25 (1H, d, 
J = 8.5 Hz), 8.54 (1H, d, J = 1.4 Hz) r 9.54 
(1H, s) 


lb£-&69 








(300 MHz, DMSO-d6) dppm: 2.12 (3H, 
s) f 2.33 (3H, s), 7.16 (1H, d, J = 1.1 Hz), 

ft tfl-ft 1^ (0\4 rni ft ft** (MA Kre^ Q 

(1H, s), 11.37 (1H, brs), 12.03 (1H, brs) 




ben, 

VJ 


2HCI 


229,0-233.0 


(300 MHz, DMSO-d6) Sppm: 2.37 (3H, 
d, J = 0.9 Hz), 4.16-4.25 (2H, m), 7.22 
(1H, d, J = 0,9 Hz), 8.08 (1H, dd, J = 8.6, 
1 ft i-i-F^ ft 1ft ^114 a i — ft*SM»^ ft fin 

(3H, br), 8.90 (1H, d, J = 0.9 Hz), 9.47 
(1H,s) 


*b^#U71 


-< 

if 


/ °~v 






(300 MHz, CDCI3) 5ppm: 1.49 (9H r s), 
2.44 (3H, d, J - 0.9 Hz), 4.43 (2H. d, J = 
6.1 Hz), 5.29 (1H, brs), 6.76 (1H, sX 7.86 
(1H, dd, J = 8.5, 1.8 Hz), 8.18 (1H, d, J = 
8.4 Hz), 8.55 (1H, brsX 9.04 (1H, s) 


<bHr«372 








(300 MHz, CDCI3) Sppm: 2.44 (3H r d, J 
s 0.8 Hz), 5.08 {2H, s), 6.74 (1H, brs), 

7 71— 7 OA f AM m\ ft tfi (\M A A = ft *i 

Hz). 9.03 (1H,s) 


fc^373 








(300 MHz, DMSO-d6) fippm: 0.88 (3H, t, 
J = 7.2 Hz). 1.20-1.59 (13H, m). 2.34 (3H. 
s). 3.29 <2H. brs). 4.46 (2H, brs), 7.14 
(1H, s), 8.02-8.18 (2H, m). 8.86 (1H, brs), 
a.*to v*rt, s/ f iz. /o v » rt, orsy 


<b^74 






2HCI 




(300 MHz, DMSO-d6) Sppm: 0.91 (3H, t, 
J = 7.4 Hz), 1.31-1.45 (2H. m), 1.62-1.75 
(2H, m), 2.38 (3H, d, J = 1.1 Hz), 3.00- 
3.15 (2H, mX 4.32-4,41 (2H, ml 7.25 (1H, 
d, J = 0.9 Hz), 8.12 (1 H, dd, J = 8.7, 1.8 
Hz), 8.19 (1H f dd, J = 8.7, 0.6 Hz), 8.94 
(1H, d, J = 1.2 Hz), 9.49 (1H, s), 9.69 (2H, 
brs) 


<b£1«375 


M« ^ 


I 




gum 


(300 MHz, DMSO-d6) Sppm: 0.86 (3H, t, 
J = 7.4 Hz), 1.35-1.47 (2H, m), 1.77-1.87 
(2H, m), 2.34 (3H, d, J = 0.9 Hz), 2.44- 
2.71 (6H, mX 6.06 (2H, s) f 6.99 (1H, d, J 
- 8.2 Hz), 7.09 (In, d, J = 1.1 Hz), 7.46 
(1H, dd, J = 8.2, 1.9 Hz). 7.75 (1H, d, J = 
1.6 Hz) 


*b^1&76 


M« < 

( 


?" o 


2MeS03H 


118.5-128.5 
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<b^«377 






199.5-200.5 


(300 MHz, CDCI3) Sppro: 1.76-2.17 (4H, 
m), 2.45 (3H, d, J ~ 0.9 Hz), 2.72-2.85 
(2H, m), 3.02 (1H, m), 3.20-3.32 (2H t m), 
6.68 (1H, brs). 7.85 (1H f dd, J = 8.5, 1.7 
Hz). 8.17 (1H r dd, J = 8.5, 0.3 Hz), 8.32 
(1H, br),9.03 (1H, s) 


-fb£$J78 








(200 MHz, CDCI3) tfppm: 1.47 (9R s), 
1.67-2.17 (4H, m), 2.43 (3H, d, J = 0.9 
Hz), 2.76-3.09 (3H f mX 4.13-4.33 (2H, 
m), 6.68 (1H, s), 7.85 (1H, dd, J = 8.6, 1.5 
HzX 8.17 (1H, d, d = 8.4 Hz), 8.30 (1H, s), 
9.02 (1H, s) 


4b#$$379 








(300 MHz, CDGI3) <5ppm: 1.63-2.23 
(8H, m), 2.43 (3H, d f J = 0.9 Hz), 2.94 
(1H. m), 3.96-4.00 (4H, m) r 6.67 (1H, brs), 
7.86 (1H, dd, J = 8.4, 1.7 Hz), 8.17 (1H, d, 
J = 8.4 Hz), 8.31 <1H, brs), 9.03 (1H, sX 
10.01 (1H, brs) 








207.5-208.5 








HCI 




(300 MHz, DMSO-dtfJ 6 ppm: U.82-U.96 
(3H, m), 1-25-1.49 (4H, m), 1.70-2.09 
(2H, m), 2.33-2.48 (3H, m), 2.90-3.29 
(2H, mX 3.51 (1H f m), 7.37 (1H, s), 7.84 
(!H, dd, J = 8.5, 1.8 Hz), 8.29 (1H, d, J = 
8.5 Hz), 8.61 (1H, d, J = 1.7 Hz), 9.58 


<b^«J82 






222.0-223.0 


(300 MHz, DMSO-d6) tfppm: 2.34 (3H, 
d, J = 0.8 Hz), 4.53 (2H, s), 5.50 (1H, 
brsX 7.15 (1H, d, J = 0.9 Hz), 8.05-8.18 
(2H, m), 8.87 (1H, brs), 9.43 (1H, s), 12.80 
(1H, br) 


fc^«J83 






204.5-205.0 




fc£r#)84 








(300 MHz, DMSO-d6) tfppm: 1.95-2.05 
(2H, m), 2.34 (3H, d, J = 0.6 Hz), 2.74- 
2.81 (2H, m), 3.50 (2H, t, J =* 6.3 Hz), 
3.72 (3H, sX 4.41 (2H, s), 6.85-6.91 (2H, 
mX 7.13 (1H, d, J = 1.1 Hz), 7.23-7.29 
(2H, mX 8.10-8.15 (2H, m), 8.90 (1H, sX 
9.42 (1H, sX 12.51 (1H. s) 


-fb^J85 








(300 MHz, C0CI3) d ppm: 2.21 (2H, t, J 
= 6.0 Hz), 2.38 (3H, s), 2.43 (3H. d, J = 
0.9 Hz), 2.95 (2H, t, J = 7.1 Hz), 4.12- 
4.17 (2H, m), 6.75 (1H, d, J » 1.1 Hz) r 
7.27-7.31 (2H r m), 7.74-7.79 (2H, m), 
7,84 (1H f dd, J = 8.5, 1.7 Hz), 8.13 (1H, 
dd, J = 8.5, 0.6 Hz), 8.43 (1H, d, J = 1.4 
HzX 9.03 (1H. s) 



[ 0 2 3 7] 
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(300 MHz] 0MSO-d6) dppm: 1.86-1.97 
(2H, rn), 2.37 <3H, d, J = 0.9 Hz), 2.84 
(2H, t, J = 7.6 Hz), 3.51 <2H, t, J = 6.2 
Hz). 7.20 (1H, d, J = 0.9 Hz). 8.00 (1H, 
m), 8.18 (1H, dd, J = 8.5, 0.3 Hz), 8.77 
(1H. s), 9.47 (1H. s) 


*b£$l87 


CT 






(300 MHz. DMSO-d6) dppm: 1.58 (2H. 
m), 1.88 (2H, m), 2.44 (3H, d, J = 0.9 Hz), 
3.03 (2H, t, J = 7.6 Hz), 3.24 (3H, s), 3.37 
(2H. t, J = 6.2 Hz). 7.36 (1H. d. J = 1.1 

7 a a /I M AA .1 = fit; 1 7 ft 9Q, 

nZA /.of \in, uu, u *-* o,v) t i./ n£/t o.*;* 
(1H, d, J = 8.5 Hz), 8.61 (1H, d, J = 1.2 
HzX 9.58 (tH. s) 




-a. 




257.0-259.5 


(300 MHz, CDCI3) <5ppm: 2.28 (3H r d, J 
- 0.9 Hz). 3.65 (3H, s), 5.06 (2H, s), 6.60 
(1H, d, J = 0.9 Hz), 7.56 <1H, dd, J » 8 A 
1 J Hz), 7.72-7.93 (4H, m), 8.11 <1H r d, J 
= 1.6 Hz), 8.23 <1H, d r J = 8.5 Hz), 9.09 
<1H, s) 


<b^«J89 






183.0-184.5 


(300 MHz, CDCI3) dppm: ppm 2.36 (3H, 
d, J a 0.9 Hz). 3.52 (3H. s), 4.06 (2H f s), 
6.61 (1H. d, J = 0.9 Hz), 7.56 (1H, dd, J - 
8.5, 1.6 HzX 8.10 (1H, dd, J ~ 1.6, 0.5 
HzX 8.26 (1H, dd, J = 8.4, 0.5 HzX 9-10 
(1H,s) 








212.5-213.5 


(300 MHz, DMS0-d6) 6 ppm: 0.88 (3H, t, 
J = 7.4 HzX 1.47-1.63 (2H, m), 2.09-2.18 
(5H, rn), 3.47 (3H, s), 4.46 (2H, d, J = 5.8 
Hz), 7.04 (1H, d, J = 0.9 Hz), 7.64 (1H, 

0.5 Hz), 8.34 (1H, dd, J = 1.7, 0.5 Hz), 
8.46 (1H, brt, J = 5.6 HzX 9.49 (1H. s) 


*b^4$S91 








(300 MHz, CDCI3) 6 ppm: 2.31 and 2.46 
(3H, 2d, J - 0.9 Hz), 4.96, 4.97, 5.27 and 
5.61 (4H, 4s), 6.61-8.29 (13H, m), 8.94 
and 9.04 (1H, 2s) 


fc^&92 








(300 MHz, CD0I3) d ppm: 2.37 and 2.50 
(3H, 2d, J = 0.9 Hz), 3.90 and 3.93 (2H, 
2s), 5.12 and 5.50 (2H, 2s), 6.60-8.27 
(9H, m), 8.97 and 9.07 (1H r 2s) 


*b^$!93 








(300 MHz, CDCI3) 6 ppm: 0.88-0.98 (3H, 
m), 1.54-1.73 (2H, m), 2.08-2.20 (2H, m) r 
2.39 and 2.50 (3H, 2d, J = 0.9 Hz), 4.49- 
4.57 (2H, m). 5.15 and 5.51 (2H, 2s), 
6.29-8.26 (10H, mX 8.98 and 9.07 (1H, 
2s) 










(300 MHz, CDCI3) dppm: 0.71-0.94 (3H, 
m), 1.34-1.98 (4H, mX 2.38 and 2.46 (3H, 
2d, J = 1.1 HzX 2.90-2.98 (3H, m), 4.83 
(2 H, s), 5.22 and 5.55 (2H, 2s). 6.60-8.29 
(9H, m), 8.97and 9.05 (1H. 2s) 



[ 0 2 3 8 ] 
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^-v: 53/ 



[$13] 




175.0-175.5 



(300 MHz, DMSO-d6) <5ppm: 0.87-0.98 
(3H, m). 1.48-1.67 (2H, m), 2.26-2.44 
(5H, m), 2.90 and 3.07 (3H, 2s), 4.63 (2H, 
s), 7.15 (1H, m), 8.03-8.19 (2H, m), 8.84 
(1H, m), 9.44 (1H, d, J = 1.2 Hz), 12.67 
and 12.84 (1H,2br) 



fc£&96 




209.5-210.5 



(300 MHz. DMSO-d6) <Sppm: 1.90-2.05 
(2H. m), 2.25-2.33 (2H, m), 2.33 (3H. s), 
3.43 (2H, t, J = 7.2 Hz), 4.50 (2H, s), 7.15 
(1H. d, J = 1.1 Hz), 8.08 (1H, brs), 8.13 
(1H, d, J = 8.4 Hz), 8.81 (1H, brs), 9.43 
(1H,s), 12.82 (1H,br) 




(200 MHz, CDCI3) cSppm: 2.43 (3H, d, J 
= 0.9 Hz), 5.03 (2H, s), 6.00 (2H, s), 6.71 
(1H, brs), 6.85 (1H. d. J = 8.1 Hz), 7.16- 
7.40 (2H, m), 7.72-7.91 (4H. m) 




(200 MHz, DMSO-d6) <Sppm: 2.32 (3H, 
s), 4.88 (2H, s), 7.1 1 (1H, s). 7.25 (2H. t, 
J = 8.9 Hz), 7.83-7.97 (6H, m) 



<b£&99 




(300 MHz, DMSO-d6) <Sppm: 2.30 (3H, 
d, J = 0.8 Hz), 4.86 (2H, s), 6.79 (2H, d. J 
= 8.7 Hz), 7.05 (1H, d, J = 0.8 Hz), 7.71 
(2H, d, J = 8.5 Hz), 7.83-7.97 (4H. m), 
9.64 (1H,s), 12.43 (1H,s) 




(300 MHz, DMSO-d6) Sppm: 2.33 (3H, 
d, J = 0.8 Hz). 3.84 (2H, s), 6.82 (2H, d, J 
■ 8.9 Hz), 7.08 (1H, d, J = 1.1 Hz), 7.75- 
7.91 (2H, m) 



fc^9l01 



HO' 



XJ 



135.5-136.5 



<b£«3102 




(200 MHz, COCO) <Sppm: 2.38 (3H, s), 
3.91 (3H, s), 5.03 (2H, s), 5.19 (2H, s), 
6.71 (1H, br), 6.91(1 H, d, J = 8.0 Hz), 
7.15-7.50 (7H, m), 7.68-7.80 (2H, m), 
7.81-7.93 (2H, m) 



(200 MHz. CDCI3) Sppm: 2.42 (3H. d, J 
= 0.9 Hz). 3.90 (3H, s), 4.03 (2H, s), 5.18 
(2H, s), 6.69 (1H, d, J = 0.9 Hz), 6.91 (1H, 
d. J = 8.4 Hz), 7.15-7.48 (6H, m), 7.71 
(1H,s) 



[ 0 2 3 9 ] 
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[Si 4] 



*b^$J104 




* 1 




176.0-177.0 


(300 MHz, CDCI3) <5ppm: 0.93 (3H, t J 
= 7.4 Hz), 1-66 {2H, qt, J = 7.5 Hz), 2.21 
<2H, t, J = 7.5 Hz), 2.43 <3H, d, J = 1.1 
Hz), 3.91 <3H f s), 4.47 (2H, d, J = 5.9Hz), 
5.19 (2H, s), 6.67 (1H, t, J = 6.1 Hz), 6.73 
<1H t d, J = 1.1 Hz), 6.92 (1H, d, J = 8.4 
Hz). 7.13-7.48 (6H. mX 7.85 (1H. s) 










190.0-191.0 


(300 MHz, DMSO-d6) fippm: 0.89 (3H, t, 
J = 7.4 HzX 1.47-1.64 (2H, m), 2.14 (2H, 
t, J = 7.5 Hz), 2,34 (3H, s). 4.36 <2H, d, J 
= 5.6 HzX 7.15 (1H, d, J ~ 0.9 Hz), 8.08 
\ t n, S/, o. i ** \ i n, u, u — o.u nic/, o.ot \ i n, 
t, J = 5.1 Hz), 8.85 (1H t s), 9.43 (1H, s), 
12.72 (1H,s) 




jy > 1 






(300 MHz, CDCI3) Sppm: 0.79 (2H, m), 
1.01 (2H, m), 1.44 (1H, m), 2.43 (3H, d f J 
= 0.8 Hz), 4.55 (2H. d, J = 5.9 Hz) f 6 .75 
(1H r d, J = 0.8 HzX 6.99 (1H T m), 7.84 
(1H, dd, J - 8.5, 1.7 Hz), 8.15 (1H, d, J - 
8.4 HzX 8.49 (1H, brs), 9.03 (1H, s) 










160.0-160.5 






c 






199.0-200.0 




<b&&109 






229.0-229.5 




<b£feiio 








172.5-173.5 




it^Mi 1 1 






212.5-213.5 










156.5-161.0 





[0 2 4 0] 
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^-v: 55/ 



[fl5] 











UM> MHz, dpprn: 1J21-1JHJ 
(10H, mX 2.17 (1H, m), 2.44 (3H, d, J - 
0.9 HzX 4.53 (2H, d, J = 5,9 Hz), 6.54 
(1H r t, J = 5.6 Hz), 6.76 <1H, d, J = 0.9 
HzX 7.86 (1H, dd r J = 8.5, 1.7 Hz), 8.16 
(1H, d, J = 8.4 HzX 8.52 (1H, brsX 9.03 

riH 








211.5-212.5 




fb^jus 






150.0-150.5 




<bl&$j116 


cr V 




200.5-205.5 




fbHr&i 1 7 


<r q 




204.0-205.5 




1 8 






200.5-203.5 












(200 MHz, CDGI3) Spprn: 1.36 (9H, sX 
2.43 (3H, d, J = 0.9 HzX 2.88 (3H, s), 3.90 
(2H t sX 4.60 (2H, d r J = 6.2 Hz), 6.75 (1H, 
d, J = 0.9 HzX 7.10 (1H t t, J = 5.7 HzX 
7.87 (1H, dd, J = 8.6, 1.5 Hz), 8.14 (1H, d, 
J - 8.4 HzX 8.51 (1H r sX 9.02 (1H, s) 


ib^tll 20 






214.5-215.0 




<bHr&121 








(200 MHz, CDCI3) <5ppm 1.36 (9H, s) r 
2.42 (3H t d, J = 0.9 Hz), 3.85 (2H, d, J = 
5.7 Hz), 4.59 (2H r d, J = 5.7 Hz), 5.55 
(1H, s), 6.74 (1H, d. J = 0.9 HzX 7.57 (1H, 
sX 7.81 (1H, dd, J = 8.4, 1.8 HzX 8.12 
(1H, d, J = 8.8 HzX 8.41 (1H, d, J = 1.3 
HzX 9.02 {1H, s) 



[0 2 4 1 ] 
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liie] 



*10 




it-&®i 22 






215-0-218.5 




<b^«3123 


if s_ 




134.0-135.5 




<b^&124 


if 1 




223.5-224.0 




fb^-#j125 


if H 




186.5-190.0 




4b^$l126 


•if S. 




193.0-194.0 




<b^1&1 27 






154.5-155.5 




•fb^#J128 


M« 

if o 




174.0-175.0 




<b-&&129 


if Q 




197.0-197.5 




<b£1$3130 


if 0 




185.0-185.5 
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*10 










185.0-185.5 




<bt^J132 








(200 MHz, CDCI3) 6 ppm: 2.42 (3H, d, J 
= 0.7 Hz), 3.22 (2H, t, J ~ 6.8 Hz), 4.15 
(2H, t, J « 6.8 Hz), 6.00 (2H, s). 6.69 
(1H s) 6 85 (IH d J = 8 1 Hz) 7 19- 

Kill, VI. W \ 1 M ( V*, *-* VI. I f /.IS* 

7.25 (2H t m), 7.69-7.87 (4H, m) 




<r • * 






(200 MHz, CDCI3) 6 ppm: 1.16 (3H, t J 
= 7.5 Hz), 2.26 (2H, q, J = 7.5 Hz), 2,45 
(3H, d, J = 0.9 Hz), 3.03-3.14 (2H. m), 
3.73-3.85 (2H, m), 6.34 (1H, br), 6.75 (1H, 
d, J = 1.3 Hz), 7.94 (iH, dd t u = 8.4, 1.8 
Hz) t 8.18 (IH, d, J = 8.4 Hz), 8.60 (1H, 
brX 9.03 (1H. s) 


it&tol 34 








(200 MHz, CDCI3) S ppm: 1.80-2.01 (2H, 
m), 2.10 (3H, s), 2.46 (3H, d, J = 1.3Hz), 
2.80-2.93 (2H, m), 3.35-3.51 (2H, m), 
5 96(1H hrs) 6 76C1H s) 8 02 (1H d J 
a 8.8 Hz), 8.17 (1H, d, J = 8.8 Hz), 9.01 
(1H,s) 


•fb^&J135 








(3U0 MHz, DMSO-d6) 6 ppm: 2.U5-2JU 
(2H. m), 2.32 (3H, d, J = 0.8 Hz), 2.70 
(2H, t, J = 7.7 Hz), 3.70 (2H, t, J = 6.8 
HzX 6.06 (2H, s) r 6.98 (1H, d, J = 8.2 Hz), 
7.07 (1H, d, J = 1.1 Hz), 7.46 (1H, dd t J = 
8.2, 1.9 Hz), 7.77-7.84 (5H, m), 12.19 (1H, 
.« _ 


<b^l136 








(300 MHz, CDCI3) 6 ppm: 1.81-1.83 (4H, 
m), 2.43 (3H, d, J = 0.9 HzX 2,87 (2H, m), 
3.78 (2H, t, J = 6.8 HzX 6.01 (2H, sX 6.69 
(1H, s), 6.87 (1H t d, J = 8.1 Hz), 7.21- 
7.24 (2H, m), 7,69-7.86 (4H, m) 


fcl&«J1 37 








(300 MHz, DMSO-d6) 6 ppm: 1.35 (3H, t, 
J = 7.1 Hz), 2.34 (3H, s), 4.37 (2H, q, J = 
7.1 Hz), 6.09 (2H, s), 7.00 (1H, d, J = 8.1 
Hz), 7.22 (1H, s), 7.47 (IH, d, J = 8.4 Hz), 
7.58 (1H f mX 13.73 (1H, brs) 


4b&4fei38 


-if 




238.5-239.0 


(300 MHz, DMSO-d6) 5 ppm: 1.37 (3H, 
t,J = 7.1 Hz), 2.31 (3H, s), 4.40 (2H, q, J 
a 6.8 HzX 7.24 (1H, s), 8.03 (IH, d, J = 
8.7 Hz), 8.14 (1H, d, J = 8.5 Hz), 8.74 
(IH, s), 9.48 (IH, s), 14.02 (IH, s) 


*bl&&139 


M« <f i 

vA^/^jj OH 






(200 MHz, DMSO-d6) tfppm: 2.32 (3H, 
s), 7.13 (1H, d, J ~ 0.9 Hz), 8.00-8.18 
(2H, m), 8.82 (1H, d, J = 1.3 Hz), 9.40 
(1H, s) 



[ 0 2 4 3 ] 
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[$18] 







-fb^&140 






209.5-212.5 








0 — 






(300 MHz, CDC13) (Sppm: 2.43 (3H. d, J 
= 0.9 Hz), 2.79-2.86 (2H, m), 3.05-3.1 1 | 
(2H, m), 3.74 (3H, s), 6.00 (2H, s), 6.70 
<1H, brs). 6.86 (1H, d. J = 8.1 Hz), 7.17- 
7.40 (2H, m) 


4b^#l142 




f 




168.5-170.5 






en 


c 






(300 MHz. DMSO-d6) Sppm: 2.38 (3H. 
s), 2.83 (2H, t, J = 7.3 Hz), 3.04 (2H, t, J 
= 7.3 Hz), 7.22 (1H, s), 7.97 (1H, m), 8.21 
(1H, d, d = 8.7 Hz), 8.75 (1H, s). 9.49 (1H, 
s) 


fl^&144 


jCX H *^-\ 




208.0-209.0 




<t^«3l45 


£^ 




217.5-218.0 




4b^J146 


N V-s 




196.5-197.0 




<b^147 






201.5-202.0 




<b^148 


< 


D 




179.0-180.0 





[0 2 4 4] 



ffi$E# 2005-3018752 



#11 2 0 0 4 - 3 4 4 3 0 7 v : 59/ 

[fftl 9] 



311 



<b£tSBl49 






163.5-164.0 










78.5-82.5 




<b£-«ai 51 






114.0-119.0 




fcftlfel 52 


y J HfJ — . 




171.0-173.0 




*t£!fc|153 






188.0-189.0 




flsd*154 








(300 MHz, DMSO-d6) 5 ppm: 1.32-2.08 
(6H, m), 2.14 <3H, sX 2.34 (3H T s), 2.69- 
2.99 (8H, ml 3.66 (1H, m), 4.25 (1H, m) r 
7.13 <1H, sX 8.06-8.17 (2H t mX 8.91 <1H, 
s), 9.43(1 H sX 12.51 (1H. s) 


<b£«3l 55 


# Q 




201.0-201.5 






-cr ^ 






(300 MHz r UDUW 6 ppm: 2.23 and 2.2b 
(6H, 2sX 2.44 (5H t m), 2.80 and 2.86 (2H, 
mX 3.00 and 3.03 <3H r 2sX 3.18 (2H t m). 
3.39 and 3.55 (2H, mX 6.70 (1H, mX 7.90 
(1H f mX 8.15 (1H, d f J - 8.5 HzX 8.33 
and 8.75 (1H t m) f 9.01 (1H, sX 10.95 (1H, 


<fc^«81 57 






164.5-166.0 





[0 2 4 5] 
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[*2 0] 



^#3158 


# q> 




169.5-172.0 




*bHj&1 59 








(300 MHz, DMSO-d6) Sppm: 2.34 (9H, 
m), 2.59 (2H, m), 2.93 (2H. m), 3.19 (2H, 
m), 3.53 (4H, m), 7.14 (1H, d, J = 1.1 Hz), 
7.89 (1H, m), 8.13 (2H, m), 8.92 (1H, brs), 
9.43 (1H, s), 12.54 (1H,s) 


4b£&l160 








(200 MHz, CDCI3) Sppm: 2.44 (3H, s), 
2.84 (2H, s), 3.01 and 3.07 (3H, 2s), 3.17 
(2H, m), 3.30 and 3.32 (3H, 2s), 3.50-3.65 
(4H, m), 6.74 (1H, s), 7.90 (1H, m), 8.14 
(1H. d, J = 8.6 Hz), 8.61 (1H. brs), 9.01 
(1H, s) 




# Q 




216.5-218.0 




*b£$J162 


& Q 






(300 MHz, DMSO-d6) fippm: 2.34 (3H, 
s), 2.83 (2H, m), 2.95 (2H, m), 3.46-3.58 
(8H, m), 7.13 (1H. d. J = 0.9 Hz). 8.10 
(1H, m). 8.12 (1H, m), 8.88 (1H, brs), 9.43 
(1H, s), 12.55 (1H,s) 


<btM$3163 






199.0-199.5 




4b^«3164 






144.5-145.0 




<b^165 








(300 MHz, CDGI3) fippm: 2.09-2.14 (2H, 
m), 2.43 (3H, d, J = 0.9 Hz), 2.43-2.49 
(2H, m), 2.84 (2H, t, J = 7.5 Hz), 3.09 
(3H, s), 6.01 (2H. s), 6.69 (1H, s), 6.87 
(1H, d. J = 8.1 Hz), 7.19 (1H, d, J = 8.1 
Hz), 7.26 (1H, m) 


<bl£&166 




HCI 




(200 MHz, CDCI3) tfppm: 1.99-2.18 (2H, 
m), 2.31 (2H, t, J = 6.8 Hz), 2.43 (3H, d. J 
= 0.9 Hz), 2.77-2.97 (5H, m), 6.22 (1H, 
m), 6.74 (1H, d. J = 0.9 Hz), 7.91 (1H. dd, 
J = 8.8, 1 .8 Hz), 8.13 (1H, d, J = 8.8 Hz). 
8.56 (1H, brs), 9.01 (1H, s) 



[0 2 4 6] 
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#11 2004-344307 



61/ 



[*2 1] 



&1 (*t£) 



<b£1$3167 


M« <f f 


0 




158.0-159.0 




lb£1&J168 




,° 

0 — 






(300 MHz, GDCI3) Sppm: 1.70-1.91 (4H, 
m), 2.40 (2H, m), 2.43 (3H, d, J = 0.9 Hz), 
2.84 (2H. t, J = 7.1 Hz), 6.72 (1H, brs), 
7.90 (1H f m) f 8.16 (1H, d, J - 8.5 Hz), 
9.02 (1H, s) 


fclM$31 69 




o 

L 






(300 MHz, DMSO-d6) 6 ppm: 1.52-1.65 
(2H, ro), 1.76-1.89 (2H, m), 2.30 (2H, t J 
= 7.3Hz), 2.43 (3H, d, J = 0.9 Hz), 2.95 
(2H, t r J = 7.1 HzX 7.31 (1H. d, J = 0.9 

Li~\ 7 oo /1|J ,1,4 I - DC 1 c |JVS ft 07 

<1H. d, J = 8.4 Hz). 8.33 (1H, s), 8.65 (1H. 
s). 9.56(1 H,s) 


<b£&170 




f 






(300 MHz, DMSO-d6) Sppm: 1.52-1.79 
(4H, m), 2.1 1 (2H F t, J = 7.3 Hz), 2.34 
(3H, d, J = 0.9 Hz), 2.69 (2H, t, J = 7.5 
Hz), 6.72 (1H, brs), 7.13 (1H, d, J = 1.1 
Hz). 7.27 (1H. brs), 8.12 (2H, brs), 8.90 
(1H, brs), 9.42 (1H. s), 12.51 (1H, brs) 


<b£&171 








(300 MHz, DMSO-d6) d ppm: 0.82 (3H, t, 
J = 7.4 Hz). 1.39 (2H, m), 1.55-1.73 (4H, 
m), 2.12 (2H, t, J = 7.2 Hz), 2.33 (3H. s), 
2.69 (2H, t, J = 7.5 Hz), 2.99 (2H. m). 

7 1*J f1M 7 77 ^114 hr+ i-ttfiU?^ 

8.13 (2H. m), 8.90 (1H, brs), 9.43 (1H, s), 
12.49 (1H. brs) 


fc£1&172 






105.0-117.5 




<blM&173 




I 




140.0-140.5 




<fc£&1 74 








(300 MHz, DMSO-d6) 6 ppm: 2.35 (3H, 
d, J = 0.9 Hz). 4.30 (2H. d, J = 5.6 Hz), 
5.69 (2H. s), 6.47 (1H, t. J = 5.4 Hz). 7.16 
vlli, a, «J — i.i r%zj t o.uo vin, rru, o.io 
(1H, m), 8.82 (1H, s). 9.44 (1H. s) 


fc^3l75 






189.0-191.0 





[0 2 4 7] 
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[35 2 2] 



it-£>%f\ 76 


At 7 






(200 MHz, CDCI3) Sppm: 2.43 (3H, d, J 
= 0.9 Hz), 2.94 (6H, s), 4.51 <2H, d, J = 
5.9 Hz), 5.39 (1H, m), 6.75 (1H, d, J = 1.1 
Hz), 7.88 (1H, dd f J = 8.6, 1.8 Hz), 8.15 
(1H, d, J = 8.6 Hz), 8.54 (1H, d, J = 1.5 
Hz), 9.02 UH, s; 








179,5-182.0 














<b^J178 






178.5-180.0 




{b£«5l79 






190.5-191.5 




ib^&iao 








(300 MHz, CDCI3) fippm: 1.31 (9H, s), 
2.41 (3H, d, J - 0.8 Hz), 4.43 (2H, brs), 
4.93 (1H, brs), 6.01 (1H, m), 6.74 (1H, d, 
J ss 0.9 Hz), 7.80 (1R dd, J = 8.5, 1.9 Hz), 
8.1 1 (1H, d, J = 8.4 Hz), 8.46 (1 H, d, J = 
1.5 Hz), 9.02 (1H, s) 


-fb^r&isi 






222.5-223.0 






-C3L. 




199.0-201.0 










185.5-188.0 




<b^184 


en -to 






(300 MHz, CDCI3) Sppm: 1.05-1.84 
(10H, m) f 2.39 (3H, d, J = 0.8 Hz), 3.47 
(1H t m), 4.60 (2H f brs), 5.39 (1H. m), 6.75 
(1H, d, J - 0.9 Hz), 6.84 (1H, m), 7.77 
(1H, m), 8.13 (1H, d, J = 8.5 Hz), 8.37 
(1H, d, J = 1.7 Hz), 9.05 (1H r s) 



[0 2 4 81 
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[*2 3] 



£1 



fc£fe]185 


# Q 




205,5-206.0 




<b£&I186 






207.0-209,0 




<b^#3187 






183.0-184.0 




*b£-&188 








202.0- 
204 OCdec ) 




<b^3189 


J? 






200.5-201.0 




4b^&190 


-< 






180.0-181.0 




ft61fe191 








(300 MHz, CDCI3) Sppm: 2.44 (3H, d, J 
= 0.9 Hz), 2.50 (1H, t, J = 2.5 Hz), 4.50 
(2H, d, J - 6.1 Hz), 4.74 (2H, d, J ~ 2.5 
Hz). 5.79 (1H t J - 6.1 Hz). 8.75 <1H, s), 
7.85 (1H, dd. J = 8.5, 1.7 Hz), 8.16 <1H, d. 
J = 8.5 Hz),9.04(1H,s) 


<b^$}192 






174.0-175.0 




*b^J193 








161.0-162.0 





[0 2 4 9] 
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[12 4] 











> 




142.5-144.0 








1 o — ^ 




177.5-178.5 




Ib^tei96 






170.5-171.5 






J 

i 

jf 


X N >-\ ,« 

s 




232.0-233.0 


(300 MHz, DMSO~d6) 6ppm: 2.34 (3H, 
s), 3.60-3.68 <2H, m), 4.28-4.36 (2H, m), 
4.49 (2H. sX 7.16 <1H, d, J = 0,9Hz), 8.08 
(1H, br), 8.14 <1H, d, J = 8.4 Hz), 8.83 
<1H, brX 9.44 (1H, sX 12.93 (1H, br) 








144.0-145.0 


<300 MHz, DMSO-d6) Sppm: 1.04 (3H t t, 
U = 7.2 HzX 2.34 (3H, s), 2.99-3.12 (2K 
mX 5.04 (2H, sX 7.18 (1H. d, J = 0.8 HzX 
7.o4 CiM, brtt U — o./ Hza o.Uo— o.zU Un, 
mX 8.90 (1H, brsX 9.45 (1H, s), 13.06 (1H, 
brs) 


<b#&199 






181.5-182.0 




*b^«J200 






cgif "arr 


(300 MHz, CDC13) <Sppm: 1.07 (3H y t, J 
= 7.5 HzX 1.89 (2H t mX 2.44 (3K d, J = 
0.9 HzX 3.08 (2H f mX 4.44 (2H, d t J = 6.2 
HzX 5.47 (1H r m), 6.76 (1H, sX 7.83 (1H, 
mX 8.16 (1H, d, J = 8.5 HzX 8.45 (1H, 
brsX 9.04 <1H, s) 










145.0-146.0 


(300 MHz, CDCI3) tfppm: 0.93 (3H f t, J 
= 7.4 HzX 1.58-1.71 (2H, m), 2.44 (3K d, 
J as 0.9 Hz), 2.44-2.50 (2H, m), 2.95-3.1 1 
(4 K m), 6.72 (1H, d, vl = 0.9 Hz), 7.86 
(1H. dd, J = 8.5, 1.8 Hz), 8.16 (1H r dd t J 
= 8.5, 0.6 Hz), 8.48 (1H, brX 9.03 (IK s) 


<b£%J202 




OH 




248.0-251.0 
(dec.) 
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[S2 5] 



«1« 










131 .5-132.5 




*b&&204 






134.5-135.5 


(300 MHz. CDCI3) d pprn: 2.51 (3H, d, J 
= 0.8 Hz), 7.45 (1H, d, J = 0.8 Hz), 8.16 
OH, dd, J = 8.5, 1.7 Hz), 8.28 (1H, dd, J 
= 8.5, 0.6 Hz), 8.64 (1H, dd, J = 1.7, 0.6 
Hz), 9.23 (1H, s) 


*b£"fe205 


-CL. 
JOT 






(300 MHz, GDC13) fippm: 2.53 (3H f d, J 
s 0.8 Hz), 6.77-6.84 (2H, m), 7.43 (1H, d, 
J = 0.8 Hz), 7.80-7.87 (2H, m) 








75.0-77.0 




<fc^1&207 








(300 MHz, CDCI3) 5 pprn: 6.09 (2H, s), 
6.89 (1H r d, J = 8.5 Hz), 7.51 (1H. d, U = 
t.7 Hz), 7.51 (1H, dd, J = 8.5, 1.7 Hz), 
7.83 (1H, d, J - 3.0 Hz), 8.1 1 (1H, d, J = 
3.0 Hz) 


<b£&208 








(300 MHz, CDCI3) <Sppm: 6.11 (2H, s), 
6.90 (1H, d, J = 8.7 Hz), 7.47-7.54 (2H, 
m), 7.72 (1H,$) 


4b^&209 








(300 MHz, GDCI3) tfppm: 1.28 (3H, t, J 
= 7.6 Hz), 2.87 (2H, qd, U = 7.6, 0.8 Hz), 
6.09 (2H, s), 6.88 (1H, d, J = 8.7 HzX 7.41 
(1H, t, J = 0.8 HzX 7.49-7.53 (2H, m) 


<b^32io 








(200 MHz, CDCI3) 6 pprn: 2.76 (3H, s), 
6.08 (2H, s), 6.88 (1H, d, J = 8.1 Hz), 
7.50-7.57 (2H, m), 8.23 (1H, s) 


<b£&21 1 








(300 MHz, CDCI3) S pprn: 2.69 (3H, s), 
6.1 1 (2H, sX 6.90 (1H, dd, J = 8.1, 0.5 
Hz), 7.50-7.58 (2H, m), 8,65 (1H. s) 



[0 2 5 1 ] 
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«1« 




<b£&212 


HO | 

HI 






(300 MHz, CDCI3) <5ppm: 1.65 (3H f d. J 
=6.5 Hz), 2.71 (1H, d, J = 4.8 Hz), 5.19 
(1H, mX 6.09 (2H, s), 6.88 (1H, d, J = 8.1 
Hz), 7.50 <1H, d f J =1.7 Hz), 7.54 (1H, dd, 
J = 8.2, 1.7 HzX 8.33 (1H, s) 




-CL. 






(300 MHz, CDCI3) Sppm 2.54 (3H r d, J 
= 0.9 HzX 5,95-5.99 (2H, m), 6.75 (1H, d, 
J = 8.1 Hz), 6.78 (1H, sX 7.09 (1H, dd, J 
= 7.9, 1.9 Hz), 7.21 (1H, d, J = 1.9 Hz), 
7,32 (1H, d, J = 0.9 Hz) 




JO 






(300 MHz, CDCI3) <5ppm: 2.54 (3H, d, J 
= 0.9 HzX 3.80 (3H, s), 6.82 (1H, s), 6.88 

(*>\1 AA 1 — ft 0 0 0 UrA 7 **(\ (\ W A 1 

=0.9 HzX 7.59 (2H, dd, J = 8.7, 2.2 Hz) 


<b&1&215 








(300 MHz, CDCI3) dppm: 2.55 (3H, d, J 
= 0.9 Hz), 6.99 (1H, s). 7.34 (1H, <j, d = 
0.8 HzX 7.81 (1H. dd, J = 8.7. 2.0 HzX 
8.12 (1 H, d, J = 8.5 Hz), 8.30 (1H, d, J = 
U Hz), 9.04 (1H,s) 


^$5216 






116.0-117.0 


(200 MHz, CDCi3) <5ppm: 2.51 (3H, d, J 
= 0.9 Hz), 6.96 (1H, d, J = 0.9 HzX 7.71 
(1H, dd, J = 8,4, 1.8 Hz), 8.12 (1H, d, J = 
7.9 HzX 8,20 (1H, d, J = 1.8 Hz), 9.07 
(1H, s) 


*b£&217 






111.5-112.0 




fc&®21 8 








(200 MHz, CDCI3) <5ppm: 2.49 (3H, d, J 
= 0.9 Hz), 5.72 (1H, br), 6.73-6.88 (2H, 

(2H, m) 


-fc^9219 






82.0-83.0 




<b£-$)220 








(300 MHz, CDCI3) dppm: 6.02 (2H, s), 
6.82 (1H, d, J = 8.1 Hz), 7.03 (1H, d, J = 
1.7 Hz), 7.14 (1H, dd, J = 8.1, 1.7 Hz), 
7.36 (1H, d, J = 3.4 Hz), 7.84 (1H, d, J = 
3.4 Hz), 
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[$2 7] 



*1« 






/ ^ — v $r 

0 






(300 MHz, CDCI3) dppm: 6.02 (2H, s), 
6.82 (1H, d, J = 8.1 Hz), 7.00 (1H. d, J = 

1 R UVl 7 11 f1M *lsJ 1 — ft 1 t R H-y^ 
I JO r\Z) r /.fa ^Irf, ao, vi — O.t, I.D nZA 

7.23 OH, s) 










(300 MHz, CDGI3) <Sppm: 1.32 <3H, t, J 
= 7,5 Hz). 2,84 (2H, qd, J = 7.5, 0.9 Hz), 
6.01 (2H, s), 6.81 (1H, dd, J = 8.1, 0.3 

|_i_A ft 01 f1M + l-AQ 7 01 f1H 
nZ/f 0.5*1 Mr T, U — U.a rlZA /.Ul Vin, QQ 

J = 1.7, 0.3 Hz), 7.13 (1H, dd, J = 8.1, 1.7 
Hz) 


•Ib^223 








(300 MHz, CDCI3) Sppm: 2.73 (3H, s), 
5.99 (2H, si 6.78 (1H, d, J = 8.1 Hz), 6.99 

f1M A 1—17 W? 1 ! 7 f|Q f1U <4H J = A 1 

v I ri, o, u — t./ rtzy, /»uy viri, aa, u — o. i, 
1.7 Hz), 7.32 (1H,s) 




O 

-0-— 






(300 MHz, CDCI3) <5ppm: 2.75 (3H, s), 
6.01 (2H, s), 6.81 (1H, d, J = 8.1 Hz). 7.02 
(1H d J =1 7 Hz) 7 13 (1H dd J = 8 1 
1.6 Hz), 7.76 (1H, s) 




HO 






(300 MHz, CDCI3) <Sppm: 1.67 (3H, d, J 
= 6.5 Hz), 2.86 (1H, m), 5.16 (1H, m), 5.99 
(2H, s), 6.79 (1H, d, J = 8.1 Hz), 7.00 <1H, 
d, J = 1.7 Hz), 7J0 (1H, dd, J = 8.1, 1.6 
Hz), 7.44 (1H, s) 



[ 0 2 5 3 ] 

SUfeei 1 [Smad2/3 V > gJH U K«fiH£*Mfc] 
A549«£, 7*>-H:jflU 10%FBS^&L7tHam's F-12^Sfe4'T". — Hftig^L*: 

0 ^#^nX{i«iJD<7)IWlWi:M^mL, 2BfF ( gi#* : HTo fciL TGF-£1*:#«JK 

1 ng/mLi:&& i 3 fc8febDU $ <b J'H^IBU§SH*ff o fco ^*I^T0#, J#it!l £ U PB 
ST?JWII&*i5fe#». RIPA»ft*fflV*TfflJfe*»#Lfco Wli&#»«ESr, ^Smad2/3 £vf$ £ Jl 

BMb-tU ^-1**^ r&jfrfci: LTHRPML7tj5L^ tfy Mg*fc«r, i fclfcffiffl*** 4: 
LTECL Western blotting detection reagents £ fflv^ Limi-Imager Fl (Roche Diagnos 
tics) ^*fflv>-C%3fc**WJgLfc 0 
[0 2 5 4] 

±|S^felC J: o TTGF- /9 lJWafet J: &Smad2/3 V >@Mt^1-Mb^%0[fiWM££I«5E 
U IC50 It * £tH Lfco 
^•cr)|t^:^$2 K^Lfco 
[ 0 2 5 5] 
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[*2 8] 



2 



ILi LJ •Y/j'&s 


If SO (nM) 


1 Li a w rif 


lvuU Villw/ 


1 u a *fyj o u 


80 


1 9 Q 

i u en T^y x <o c? 


1 07 




24 


I Lj a 1/j x / x 




I u in <-> i 


45 


JY&ffln 1 7 R 
l u ci i5y x * o 




I Li D *WJ U O 


U 1 


I Lj □ T#J X / U 


77 


\Y/*nW\ 8 0 


89 


-fh^r#J 18 6 


38 


ft-^^J 8 1 


52 


19 1 


31 


te£r $3 8 3 


99 


fb^t) 19 7 


92 


8 7 


38 


1 9 8 


93 


4fc£r#J 10 5 


32 


19 9 


70 


-fb-^#J 12 4 


67 


ffr£r#J 2 0 1 


42 



[0 2 5 6] 

(Arase<b, J Dermatol sci 2, 66-70 (1991)) Kt£v^ H 
hfe^H^^fltU KGM-2 (Clonetics) £ffl^TJ##L/t 0 

, 2B# BJig* L 7t o TGF- p 1 4: i&ifcSO. 1 ng/mL i&±& K mUW L, $ 5> £721$ RQ 

*&*«rfrofcfe, ^«*£TI^O«8fc£Alamar blue (ft****) *fflv>TS03feLfco SP 

i§»T2B#r H 1ffl^^*^l/10»OAlamar bluefOlfcJ&ttfci&bnL, i&*IO*B#, 
AbO^^feSft* (Ex: 544 nm, Em: 590 nm) SriH^L^o 

^Oli^, A L K 5 E#fiH£ fl^Wri*, TGF-/? lie J: 

Sr*i"* CI ^ ^ n * o jt 0 

[0 2 5 7] 

^SfcE^frg-Wtt, hXa f »Wt*»t*TGF- i 8<OIS5&^'C*aALK55& , RI*?S 
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[gf*j] 

[»$r^l£] ^ 
[ft 1 ] 

y2-X 1 

fo>-A-R 1 
R 2 N 

•£-L£t° V >>;i/gg£^U R 2 {i7]tStf>^ /nu^>jf^> ~ 6i@<7)T;v^ 

[ft 2] 

R 4 

mum] £t 



iilfE# 2005-3018752 
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«S5^ - #»n'lf^ 



#12 0 0 4 -3 4 4 3 0 7 
50402034137 

mm& mm 

mm'g n=i&m±.j% 0092 

ffrfc H ¥J& 1 6 ^ 1 1 £ 3 0 0 



[JlffiH] ¥j&16^11J!29H 
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Hi I A 



[000002819] 



ft % 



1990^ 8I22H 



HOiCtlSMIZflSE 3 T@ 2 4 



1# 
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